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(54) SYNTHETIC INTERMEDIATE FOR IMIDAZOLONE AND IMIDAZOLIDINONE 
DERIVATIVE AND PRODUCTION THEREOF 

(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain a new compound 
useful as a synthetic intermediate for providing imidazolone 
and imidazolidinone derivative having antifungal activity in 
good purity and yield. 

SOLUTION: This compound is represented by formula I [Ar 
is phenyl; Rl is H or a lower alkyl; R2 is aliphatic or aromatic 
hydrocarbon or the like; R3 is a group of the formula CH2Y 
(Y is hydroxy group or the like) or formyl] or its salt, e.g. 1- 
[(1R, 2R)-2-(2,4-difluorophenyl)-2-hydroxy-l-methyl-3-(lH- 
1 ,2,4- triazol- 1 -yl)propyl]- 1 -(2-hydroxyethyl)-3-[4-(lH- 
tetrazol-l-yl)phenyl]urea. The compound of formula I is 
obtained by subjecting a compound of formula II (R is H or 
benzyl; R3' is hydroxymethyl or the like) to debenzylation 
reaction as necessary and then reacting the resultant compound 
with a compound or the like of formula III. Furthermore, the 
compound of formula I is subjected to intramolecular 
cyclization reaction to provide the objective imidazolone and 
imidazolidinone derivative. 
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tl. k 0*>Jt£*St6~l OOTy-A'g (#L 7ii tr^x'xyk 4- (4-h'J7Wo^f;l-7i- 

/k i~7+)im) ##2U*. r*t***i& rm&m >v) - 1 -tr^^xA^f > . ^*ai -6<?>r^3^ 

5rWLTV^t>J:V^#fi6«*^aj tCfe»tS r^ft i^S, (R /Kk iHk Taf^y. 7"^ 

«7f*«««^t:|g^LTV^*^m^5- 1 >-m . ^ny^lM^ (M. 7 /*. IS*, m*^) . 

ttt:ti\f. mmm? (^^Yit^nx^xhx e;k y^-;^) . ^.mms-e^^arju^jum 

v^) . K*^. RSrS^k'^.rDM^^l-S (W. vyorobf;k y^o^y^) . ^*S6 
ffl. ff*L<»il~4fi#t;5~8HIS. 40 - 1 4<r)T*)->V& (W. 7i-;k 77^-/k 

Si^i'O-fe'y^kcoS^iiSr^. Cc7)J:d^# x;i^) , ^nyy-^*ai -6<OT;^P3l (W. 

ft«*SSk L-TJiftWsWWi. >fsyy*y;k hOT hyy;^oyf-;k y;oo>f*. H'J7;Wdi 

yy/p ( 1, 2.3-h y ry yyk 1 , 2 , 4 - h y ry f-;i^) . ^nyy-^*sti - 6corA3^>-s 

y;p) . rh5yy;k e^yyyk try^vk f-ry (M. h^y^ Kk 1, 1, 2. 2-7^7 

•J;k JV+T/OA'* +T i S7W>i'{ 1.2,4 -f- 7Wnih^y, 2, 2. 2-h'j7;^oxR 

r^'ryy/k i.2.5-f-yyyyy;k 1.3.4- i^. 2. 2. 3. s-^h^y^oTn^dfv. 2. 

^ryyyyA-) , ?-x-/k 7>;/k foy;k tr^ 2. 3, 3. 3-^y^7^n7o^y s 2. 2, 

s/x;k tuss/xyk ^-tyy/P. -<y^-9-yy^ 3. 3, 4. 4. 5. s-^y^y/M-a^yh*^ 

^?>7T#&«S8gfcJ:tf'<.yX4 syyy;k >f 5y 2-y/M-uxh*^i?) . >fdE-y. f-^y, y;P^ 
yty$y-;k >f syyey^'x/k >f syytr^y 50 rk ^»i-6«r;^;H-5f». («, y-f/k^- 



;k f-yyyyu. f-r^yyy/k ^-x^;u. yy;k 
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x^/H-:*, roW*. 7+fr+*m) . 8m I 0 0 1 2 ] ±l£i£ ( I ) . (Ia). (Ic). (I 

m -b<r)TiV*)i'X)V*-)V& m. X9>X)V*- I ) t5£V ( V) R»iiJ:tm 3 "C*3ft.4 rftH 

7ub;t-/k yf-'J/l-^) . 5t>L<li6fl<03?#£ /PgjJi. */l^/l^a<*/|/S/Pgtf>£a»fc LT»*> 

1. 2, 1. 2. 4-hyryy ^5^stLTJia^r-b^-^tLT»^>itTv^{, 
;k th^/'J/K f-ryy/k -fy*yyy;k ^<oi3^{s^?^^s/p*tLT 
^V'Jyk -fVaT^ih/'UA'. 75if-;k l, 3, 4 (i, iSTA'ttisX+A' 5>*H*5ot**. ^*x 
-fTST/'J*. 1. 2. 3-f7SWJ*. 1. 10 h*5«*f-JK v*7*n;ir*v*f;k y^h^f^f^ 

2, 5-^TvTVy;K 1. 2, *) « fflHSilfc^'TA'a^^f-iP [«. b'X(2. 
/k f-x~/k 7'J/k b'Jxyk t'JSy-/K tr»J 2, 2-MJ^ooxh^y) .rff-zk b* 

) . (flL "*VX>f *^/k t'X ( 2-xho^y^>Tdf^) * 

yy>k syvtru $ ^*-/k >r syyty sa=jk ^n-^] . smuts 4 <«l vr* v 

rvy;K *yy;k >fy=*yy/k *^-yy/k -t>-2— [«l i. 3 2 ->(/k 

Fy/l^>*fc**«Wf6fU fc OWt^oyy-^Ra 3-^'**-y^-2-4/k 5, 5 

l-6<0T;l-3^>-St>J:t/5H<^#««^S3&5# -^Dt-l, 3-^'^-9-y-2->f;k 5- (2 

^L<.4>-Ci>l. 1. 2, 2-fh57^Dih^ -e'J^)-l, 3 2 -4 A*f) . S 

K 2, 2, 3. 3-f-h7 7;UJi-oro<-K^^ x t5 20 »S*VOvCt>J:VU . 3-v5f^y7^-2--<;l' 

yy/MW. iH-\zyY-)v-\-4)V) . -<$yy [«l i. 3-s***v5y-2— r*, 4- <3-y 

•J/MflL lH->f $yy-;W-l->f/P) . l, 2, f-*)-i. 3-5***y5y-2-4;k 4-7x 

3-hyryy/KR m-i. 2. 3-mitv- 3-^^/7^-2-^^, 4-(2-- 

)V-i-4)V, 2H-1, 2, 3-hyry-/p-2- hD7i^)-i, 3-y>r*y7>'-2->Ok 

>f/k . 1, 2, 4-hyryyrt'<flL m-i. 4, 3-mv7 

2. 4-hyry-^-i— f/p) . f h7/'j* y-2-^/k <yy-i, 3-^#y-^-2->f 

(M. lH-fM»/-*-l- f;K 2H— rf^y . 1. 5-y'tKo-3H-2, 4-*^/^* 

-^-2-4/1-) *s»fc«F^ IMLitWmm. *-feby- 3-4/k bx (TVM^k*-*) 

\mt t<lil-3fflT'* > 0, 3£>fc#2L<ktl -2 [R bx (*7^k**) *f-/k b'X (x?-;k**) 

30 ,*-?-/k bx (rotm) *?-/k trx {ff-tv^ 

[00 11] R*T^dii& r S&££WLTVvct>J: *) *?-/k b'X CO+Jl^-*) S^-jV$] , b'X 

v ^flgfis^tt, l < it?Twm{t*mm t ( r y -^^->r ) p« i m. ( y 3.-1^-* ) ^ 

TV^T<>J;v>7f#R^'»k**aj fcLTfcL SftS^* . b^. (TyjU**^-*) *W [«. b'X 

LT^Ttiv^SB^^bkS^iffi L< . 1 0i5»7 *+)Vm~\ . b'x (r;^y^;H- 

yy-^ai-6cOT;P3^vST^8i$il/>:7x^ 1. 3-yf7y-2->f;K 1. 3-^*7^-2 

/l^ [W. 4-(l, 1, 2. 2-fb77;^Plh T -f/K 1. 5-ytKD-3H-2, A-OYi/* 

^y) 7i^;k 4- (2, 2. 3. 3-fYvyua xey-3-^;k l. 3-**ir*jr9y-2— f ;k 

•C^«iSiX^7x^l^[fflftStLTb7y'J;K ^ 40 lfl:4 4] 

5^yy/K 1,2, 3-hyryy*. 1, 2, 4- /<< 
h y ry y )t«f h ?y y ;P5:^r-r s 7 x — ^ 

4- ( lH-t^y-A'-l-' f/l') 7x- w 5 ' 

4- (ih— f syy-^-i-> 7xx;k 

4 - (1H-1, 2. 3-YVTV-)V-\-A)V) 7 (5$4», R 4 fcJ:yR 5 Jill-t/di^oT-E-n-P*lJig 

x-;k 4- (2H-1, 2. 3-HJ Ty-;P- 2 - )ttft^^b**a^*-r*\ R« t R 5 *^ LT^ 

A IV) 7x-/k 4- (1H-1. 2. 4 - hU ry- ^S2i)t{i3cDffi»TyMfl^£5}cr. ) T'^^il-S 

)v-\-mv) 7x-/k 4- dH-xh^y-^- a*«»4Lv^ r 4 , wx-m>%Khmmwicfctm 

l—f/P) 7x-/K 4- (2H-rh5y-^-2- tlTtt. -4<W88L7tV*)V& (W, 

>f^) 7i-;H *«tf^Lv\ 50 ;k x^-;k rob;k 7f-;l^) *W4»/i. -5-*i& 
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<7)*X-hX1-)l>tiiiV^)VVnt IX. xf;l*'J:0 
R 4 fcR 5 jWS£LTi£fg&2;fc£<i3cOffi 

(Ci-4) TA-ndfi^^t-giatf 1. 
v-2-4)V. 1, 3-^^V7y-2-> f;PS^rf: 10 
cO^Sa^U*. s£ (II) fcitMV) «k RT* 

/k o-zhD^. p-^^l^O^Vl/^rt'*^ 
If 4>*l&. +Tt>0^;k6«|ffi L^. 5$ ( I ) . (I 
b) fcjtf ( I e ) «K Yfeil/V T*$ilSVNpy 
VJS^f:LT<i. SSI. mm. i5iWWf,h, 

[00 13]* (VI) >k Y'TiKZtl&Bltm&l 
(VI) mb§*lSft#8jfc5$ (II) T**>3*1* 20 

R 6 -0- 

(*+. R 6 Jifflft$ixTV>Tt,J:v^x^«=Sr^ 

•r) Tmh^tiimmtiw R*x-m?zti&wm 
nmm) . «*nwr*s **>v. x^ 

^3S. ;nD7x-;Wyi> -h07i-WJfy 30 

v\ * ( I ) mb?*i.l>fl;£fea*:tt*?>iS [JJTFx 
-fk^ft ( I ) b^oZbi>i>hl tsXV* (II) 

hztiztt.nte*ti\i*v>& mr. -fb-^i ( 1 1 ) t 

;i^olg£L*:£S;fcJ:tfRi<oi££UcJ^ovvf*i 40 

[oo 1 4] *fmntt&m ( i) tJitx ( 1 1) tt 

TfcL * ( I I I ) (Ilia) T'^bSftS 

fc£ft*fctt«H->*HS [«Ts (III) &fc 

fcMfc£»(I I I a) b^otki>S>Z1 Lv^fl 
ftfli: LT1E» U:t><0 IHL^(B) . 

(o. (e>. (F)Tmb$ti&{t£mitzm$® 
hi><omtl\\ <k&h (iii) c7)^(c»^Li^ 

Wmb IXit. fcbllf 

1- [ (1R, 2R) -2- (2, 4-v7;Pjf07x 50 



-2-t Ko^fv— l-^^;P-3- ( 1H- 
1. 2. 4-MJTV— iP- 1-4/M 70^] -3 

- [4- (2, 2. 3. 3-fb77Wo70^ 
>-) 7i-;H -2 ( 1H. 3H) -A S^Voy 

1 - [ ( 1 R, 2R) -2- (2, 4-y7WQ7i 
XH,) -2-tKo^fi/-l-^f^-3- (1H- 
1. 2. 4-hVTV-H-l-A/U) TotiH -3 

- [4- (1. 1. 2. 2-fh77WDIhJfy) 
7xXA,] -2 ( 1H. 3H)->f5rVn>- 

1- [ (1R. 2R) -2- (2-7W07!-;K 
-2-t KDdf^- 1 (1H-1, 2, 

4-hyrv— f*) rntr;P] -3- [4- 
(2, 2. 3. 3-f h57Wn7o^y) 7x^ 
/kl -2 ( 1H, 3H) — f S/Voy 
1- [ (1R. 2R) -2- (^-7^071-*) 
-2-tKn^y-l-^-3-(lH-l, 2, 

Tne;kl -3- [4- 
(1, 1, 2. 2-f F57WnxhJfy) 7i- 
^]-2(lH, 3H)->f =//ny 
1- [ (1R. 2R) -2- (2. 4-y'7^D7i 
x;k -2-bFD^fy-l-^f-^-3- ( 1H- 
1 . 2 . 4 - h *JT % /—fV- 1 TutT/H -3 

- [4- ( 1 H- 1 , 2. 3-h'JTV-^-l— f 
yP) 7X-/U] -2 (1H, 3H) -4 SrVoy 
1- [ ( 1R, 2R) -2- (2, 4-y'7^n7x 
_^)-2-tKn^y-l-^f;l/-3- ( 1 H- 
1.2. 4-MJTy— /I'-l—fAO 7nt;H -3 

- [4- ( lH-f i-> Ok 7x-;P] 
-2 (1H. 3H) -4 syVoy 

1- [ (1R. 2R) -2- (2-7WD7x^) 
-2-tKo^y-l-^fyl,-3-(lH-l. 2, 
4-YVTV->v-\-A>v) rnt:;k-3- [4- 

(1H-1, 2. 3-MIT»/-A— 1— C^) 7x- 
;P] -2 (1H. 3H) -A srVny 

1- [ (1R. 2R) -2- (2-7W07x-/H 
-2-tFn^y-l->f;P-3-(lH-l, 2. 
4 - MJ TY-fr- i ->f /k 7n^] - 3 - [ 4 - 

(lH-fh7/-^-l-^H 7i-;H -2 ( 1 

H, 3H) — -f 

1-[(1R. 2R)-2-(2, 4-y'7;Wo7i 
X»k -2-tHo^^-l-^f-;P-3- (1H- 

i. 2, 4-hyrv— f/io /oe/H -3 

- [4 - ( 1 H-f 5V-/I/-1 —fyP) 7i-yH - 

2 (1H. 3H) ->(5^VDy 

1- [ ( 1 R. 2R) -2- (2, 4-y*7/^D7x 
-2-tKD^fv—l-^-f^-3- ( 1 H- 

I. 2. 4-hyry— f*) mw] -3 

- [4- ( lH->f 5^/-^-l->f^) 7x^] 
-2 (1H. 3H) -^SrVoy 

1- [ ( 1 R. 2R) -2- (2. 4-y'7WD7x 
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-A) -2-tHD^y-l-^f^-3- ( 1H- 1. 2, 4 - h UTV— A'- 1 -4A>) 7Dt;k] -3 

1. 2, 4-MJ7y-A--l-4A-) 7*nb/H -3 - [4- ( 1 H-fK7/-^- 1 f A) 7x-;H 

- [4- ( 1H- 1 . 2. 4-MJ7V-JP-1-4 -2-4 

A) 7i-;H -2 (1H, 3H) ->f5^/oy 1-[(1R, 2R) -2- (2-7/^D7i-;H 

£fc'*W£>*U ( I I I a) OftfciJjfcUgi -2-t Ko*^- 1 3- <1H-1. 2. 

fcHfcLTIi. fckitfl- [ (1R, 2R)-2- 4-HJTy-A— 1-4A-) 7nbk] -3- [4- 
(2. 4-y'7Wn7i^) -2-bKo*y-l (1H-1. 2. 3- hUrV-A— 1 -4 A) 7i- 

3- ( lH-i, 2. 4-Hjrr-A—i a-] -2-4 sryy : JJ> 

-4» TobA] -3- [4- (2, 2, 3. 3-r 1 — [ ( 1 R, 2R) -2- < 2->VM-07x-A) 
h97A-*oro#^f>') 7i-;H -2-4 SrV'J 10 -2-tKD^y-l-^f;P-3-(lH-l, 2, 

vjy 4-hury-A— 1-4A-) 7-nb;u] -3- [4- 

1- [ (1R, 2R) -2- (2, 4-y'7Wo7i ( 1 H-r h5V-A— 1 -4 A-) 7i_;H -2-> f 

—A) -2-th'o*y-l-.X^-3- (1H- \TfVi?JV 

1. 2, 4-MJ7y-A— 1 -4A-) T-OttH -3 l-[ (1R, 2R) -2- (2. 4-y'7/^D7i 

- [4 - ( 1 , 1. 2, 2-Th77A;frnib3f>') — A-) — 2 — b Ko3f i/— l — ( 1 H— 
7iZ;P]-2-^;^/'JyiJy7>' 1. 2. 4 - h >J TV-A— 1 -4 A-) 7oW] - 3 
1-[(1R, 2R)-2-(2-7^U7i-/l') - [4- ( 1 H-b^V-A- 1 -4 A-) 7x-A-] - 
-2-bKo^y-l-^A— 3- ( 1H-1. 2, 2— fSrV'JvV^ 

4-hyrV-A~l->fA-) TobA-] -3- [4- 1- [ (1R, 2R)-2-(2. 4-y'7Wn7x 
(2. 2, 3, 3-fh77^D7-D^y)7i- 20 ^A) - 2 -t Hn^fy- 1 3- ( 1 H- 

*-] -2— f §w\)$?s> l, 2. 4-Hjry-A— 1-4A-) robA-] -3 

1-[(1R, 2R) -2- (2-7A3t07x-;P) - [4- ( 1 H-4 5*V-A— 1 -4A-) 7x-A] 

-2-bFD^fy-l-^f-A-3- ( 1H-1. 2, -2— f SJ'VtfSW 

4-hUTV-yl—l-4A) TobA] -3- [4- 1-[(1R, 2R)-2-(2, 4-y'7^P7x 

(1, 1, 2, 2-fh77^DXK-/)7x- —)V) -2-tFo^fy-l-^f/P-3- ( 1 H- 

A] -2-4 SrVU^VV 1. 2. 4-VVTV-)V-l-4)\s) 7Dt;H -3 

1- [ (1R. 2R) -2- (2. 4-j^*7AJi-n7x - [4- (1H-1. 2, 4 - h VTY-fU- 1 -4 

^P) -2-tHa+y-l-^f^-3- (1H- A) 7x-A] -2-4 5r*/!J 

1 . 2 . 4 -Ml ry-A— 1 -4 A) 7ot;P] - 3 &fc'*W^*l£. 

- [4- (1H-1, 2, 3-MJTy-A— 1-4 30 [ 0 0 1 5 ] 3fc ( I I I ) T:Wb%1XhfL&b&£V& 

a) 7x^;n - 2 -4 s ry y (iiia) mbs*i*>fc£i?jtt. t xtfifcosfc 

1-[(1R, 2R)-2-(2. 4-y'7/^n7x stt^ft&^fcJ: oTf^S^fctfT^*. 

^A-) -2-hFo4fy-l-^f;P-3- (1H- [ft4 5] 
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r\ ' N D 

R — CHr-C — CH" 



0 . HM — CHj — R* 



(V) 



Ar 



(IV) 



u OH R R 

\ N— CH F C— I 

*' (id 



t J— CH-H— CHrR* 



st(ii) 
4». R#a. 



N N— CH r C— CH-NH-CH.-R 3 
Ar 



(Ha) 



OCN — R 
(VII) 



0 || OH R 1 jj 

X— C— NH-R' V N— CH r C— CH-M^NH-R 1 



5C0D + 

OCN— R 2 (VM) 
0 

T- — C — NH-R (V I) 
0 



OH 



CH r C— CH- 
Ar 

(III) 




(iv) T^sft&ft^matti-eos [WT^^fii 

(IV) fcUdifct**] fc^(V) mbSftSfc 
£*[JEmfc&» (V) t^oZti>bhl kZKKZ 
Wittiotft^! (ID ovvcffc& 
« ( I I ) Sr^fcJOBK^l^lGtcttLTfc^ 40 
t(Ila)t L£&. 5U V I ) Z'3kh2tl6fc&fo 

[fcrF-ffc3% (vi ) tv^fc{>*>&] (v 

1 1 ) x'&bzti&fc&h mntsm (v 1 1 ) tv> 

oZti>f>H iEtit&it&Zb\z£iXl£ ( I c) T 

mbztiziksvttttitnm mr. its® dc> 

fclOKtjia^^li^oyy^LTfl:^ ( I ) 
^^»-^l*)^Sl5tc(tr-fc{cJ:->Tft^!|lj ( I I 
I ) *Mitt&V> (Ilia) *W£t&ZttfX'$ 
h. *50 



» (ooi 6) {t&h (iv) t^k^Bs (V) osj&ifl: 

^tt(IV) l*;HC*tLT. (V) #>1~ 

10 0*;K ff^L<li»3~2 0t;PRlS$-frSifc 

li*#£T£Rj££ffl« L&v t> L < li*ig*SrF 

x^/-;K l-7-n/\V-;K 2-To 

y x ?ddWA, 1, 2-^ODX^v^rfc'WNo 

K. Stt^T-fc^SK. 1. 3-3/^^-2— f 5 
*V 'JyVf. 1 - ^ 2 - to y K if<07 $ 
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YWfimfhtih. itit>(omm>*-ci>*fis->i'. 2— fs^yysw, i-^n—2-eoy f^* 

Sam. -aco*Tfflv^T t j: < . -my±zM%%m w it^n < 1 1 a ) titi&i (vn 

^•cs^LTfflv^Tt in. mim&mmi. its® (vm fcoraefcijvvc. RjEiagiitfj- 1 o~i 

(IV) fc**L7\ aSttlOOBSfgWT. mi< 5 0t:*^i«Ti>0. »0-l 2 0X»W4UV RIB 

{£&l~50£tfg. m:#*L<li*>5~2 0m»g B#g»i&0. 1~5 On^ag^C* 1 ). #0. 5~3 

X'hh. KJESgHL #4 0~2 0 0T;#3iH?J-Ci>>K 0B*fSI##;llLn. ft £1*1 (II) tcfcVvtRtfH&S 

#7 0~18 0r##£Ln. EJO$iai±#,l~8 0l$ flTVrtkilv<y>^Ti>&i^2. Kfc£%£ltt 

iswqswr* "5.^5-5 o*^*>'»i lw 10 ^y^ntsietftrc fc ti 0 . R#*XB?-cft& 

[0017] ^<0RieSr^rli5^mS<0»ttTfcff o ttl^J [fc^fc ( I I a ) ] tzm< Zk&X'Zh. z<r> 

(0L f?>fh5>(yrn^yK. ^-^Vxh^'f v;l^Srlfc*-rsaS»f>ftTn£#&tei O^tcff 

y*)V*i— \-m#mft>i\. *Ti>l-?yTfUa*~> 7-4-7 ?)V-rx 4yJs-H--,9 s^-fc^x* 

(IV) fctfLT, #0. l-5fgfi (t/Ht) . #2 ys lZW8.2tlX\^h. -ft^ift ( I c) tCtJV^R 3 '* 1 

L<\im {wit) x-hi . iMim^mm t&zttiz**$M*chim&ia9iizx 

coawffiii^tcK^s^v%. ^ti»fft^«i < 1 frmnsi&mz-r&ztizx*). am*, r 3 #* 
v) tft^tt (v) t^»«fcani.fc»(c^iis^ms^ 20 >u*t\&Tf>&tei!M)izB<zt&x'Z&. znmm 

u-smzfcgto ( 1 v) fcft^j (v) tzm&Lxh ^fMz£*)m,izffozt&x-*h. z<r>xo^mt 

in. *7t. g«SECft£flj (iv) fcft&fc (v) fc* fcfcxfcf r7af?f<7 //i-7x 4y 
«&mS£«tf3n;iTi>in. ft-a-ft (ii) tcfcwc i>y*isx^ 7 v<*)-4 yf-*Hx.yx 

RW*.nWFf-Xhhte&b fcltVH (I la) t 7»J^-y 3 yj KlB«3*rCn&. ft£% (Ic) fcfc 

V^fci&S] fcfc^tt (VI ) ifcfcHfc&» (VI wc. R3' #b Hn^^f-;PST*&ft£«!l Cfc£ 

I ) k<?>EU&±mm<VttT£tt±ttF£Tlz. SLftt <fo (id) } Ji. ^(ci 0. S*&*£R££IS*L=5: 

mWL%^&t\>i>L<ttmimTX'1rThti&. nam*. ^oy>«cioT/Noyyft^-S^fc»c 

tfcv^Tft^tt ( 1 1 a ) 1 ^MznLxfc&to (v i 0. as ( i ) YtfWfyw^x-bhfc&b Cfc 
1 ) *fcfcMte«i (vii) £*>o. 5~5^»E3 30 £fc (le) ] izm<z ktfX'ZZ. *MoyyfcRJSIi 

#h<?>m£L<. #0. 7~1. 5^»53-frl»W R|Em«L&v^«+TvsoyyftS1£ftUJJ3-£S£ 

*<i Ln. £2£&JJH-£i§£. »S£fc IX tlcX-yXfrhtih. m^tL&WfyftMt LX 

fzkt&mmmm («. %m*vvi>. gm-hv a. MumiM-*-*. mt+x-frzt'wviyy 

xmibt} y >>a, TkBsfls^- h y »>a^) tjitfw ft^^, zis^y Hft^y >\ sjsas'j y s 

asa (R h 'jxwsy. ty V4 V7n ^x^fty ^t'^Noywuy yfc&mwmft* 
Krt-x^rsyi?) ^*<^»f t ot>»th yx^- t ibimiti-*-*. yzunrnm 

#a$-^S«£^S£OffifflJi»i, ft^ife (Halt (W : <y-tf>. h;ny. ^yi/y, ^dd^a, 

j^LT. »0. 5~5fg* (t/Wt) L<. I«> ^oo^^y. »B?x^-;^t*) -C#S?t^}BEt L 
0. 9-2«tt(t*lt)WIC#lU». 40 TfflV^S^ktT^S. ^Dyyft»|co^*ifl:^i» 

[0018}ft£H)(l la) kfl:-&»(VI) i^Ji (ld)fc«L. ¥)0. 5~5te6 (t^Jt) A«ffiL 

ft^fij (VII) fc<OR£fcfcVvtfflnf>*tS£JE£|! <" % *«>0.7~3.0fg« (t^ifc) #fc£#£U>. * 

WL&n8«fc LTii. isti-ivxiv^isYtcwx zjtnz&^x. Ksszmmiz^m&tixii. v*^ 

^^v^t*ox-x;Mi. T^hxby^fc- fb7tHD77V, VttVyKZnx.— T)V 

co-hy;Ma. ^>4r>. h;Pxy x Jfyi/y^i'i^ T-fehy^rt'Oy-hyja. rH:h^hy;^t'<7)x 

#St^ft*^l. V9x3u*9y, ?nu*/PA. 1, h'J/NS. ^^y^iroflgflSft^bkSS, 
2-iS?uux?y%y<r)'\vyyttM4]>j)c.%m. »S hwy, ZisUyZb'cmm&UkKiim. V? 

xf-^^fc'<oxxr;HS. v7f ;W;^7J K, T-fe uo^^y. ?dd*M> 1,2-^001^^ 
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y 5 K . 1.3 - *J*+nr- 2-4 5 yyy vV y. 1 JfOAnyvftRftftML ftRxf^t'^f* 

2 -tuy fv*ot>ts Ksaw&ii a, s/y^w^-ATS h\ T-by $ ^y-^r-fc 

&. cn^<0S^K<0+T't>^f-^*;UAT5K. T-b y$h\ 1 ,3-> f yf-;l'-2-4 $*Vy>V>\ 1 

y 5 $>***T**S 1 .3-^^-2- 2-tTa'J Ky&fc'OT'S KJS* { *(f A>tl 

-fsyvy^yy. i-*+)v-2-wy)iy%£0> &. zti$>0ttm*-~m<o*?m^xi>£<. ~mj± 

***T**5K. 1-^^-2-eoy Ky*^fc JflV^ClfcO-C^SJSSfcLTIi. fcfci.tf*S«lS« 

#i L\\ Ztie,<r)mm±-U<?>*Tm^Ti>iL<. Z. (0<L *MtKJW, *BNbfr'J'>A v *&fc7^ 

T&SLxm^&e&ffiLw #AoyyfcgjEfcii oyyy, N-x^iMyrotr/wrsy. tr^u^* 

vvcRJ6fig«i»- 1 oT^sortfaerc&o. »i y, t/i^uyif) &mf*>ti. t *)bfth yx^wr 

or~6 owm U\ £js$faj£»o.i~2on$ $y. ^^rsyty^'y. b-^y^'y&tv):^ 

[0 0 19] ( I ) fcfcWCRStfftaSim* (i, KSVlt ( I e ) fc*tl/Ctf>0. 5-5 OfgS 

t t> J: v^5^STi>Sfl:^ ( i a ) ] a> it) mi l< . #0 . 5~ 1 Ofc* ( */WJt) 

£>fc£«J (III) fcgii^fctf^^rt&BflKtfli m U>. RJEaSJi»- 2 0X:~1 0 OKHmWTk 

BunzmmLz^mntpxmziF&Zitz zttx^x 20 *) , #>- 1 ot:~6 ora*ffa u->. R£t$ia»itto . 

m^ttixhmt Lx\z*mm k i-2 4mwmwxt>*). #>o.5~ioKHgia>m 

vyfrtttfyxfrftym. Wkxyx^*y&30 [0021] ft£iJj (i) fcfcvvcY#*KSTJ>Sft 

#wft>tu fc ow-nsk. «^fcv>*as&a { #a l (id) j (m a ) 

t>T£ i. Mcommmi. ( I a ) 1 *;Hc*TL fflOtf&TfcfrirfiS. K8£JWfc LT»i. Any>ft 

#i-2ofS:S (t^jfc) w#*l<. mi. o~io »ikJa^)«^i>€. t Kttrwa^tfyigBfc 

n€»RJ62rlflSL^V^«t LXlt. *iit\±X9 S- vy>{fflkSMt&*£itftXm^&)&£(?>BUliZm. 
;K x^y-^ yoy^y-yp, y^y-^t'<or^ 30 «L^rv^|«i: tTli. vV^xyu*^yH^r4fo>t 

T-bh-hy ;^t'co^M»;Mli. fh7tKn7 y. ^tv^CTx-fM. r-bhy^:t*<o^h 

7^. ^^y^rifcox-^Hia, r-bhy^fc'co^r y^L r*h-hy^fc'<7)-hy/Ma» ^•y-y^i: 

hya^t'^f^. fcowty^y-;^t'or;w <r>mimBL<k*.mm. ^y-t'y. h^xy, 4fyvy^ 

n-;ua*wiLv%. zticcommt-mox-x-m^x z<rmm<mtemm. ^-yony^y. ?oo*;i, 

< . -WXkimmVfeX'B&Lxm^x t J: a. i , 2-yy ooxy y^fc'WNoyy^-fb*^ 

V\ -fb^J (la) cW^BIBRjefcfcVvC . RiES i^x^/l/^t-cOXXT^HI. i?*+*iMrXT S 

s«»2ox:~i oox:*ia4?rc*,o, »4ox:~8o k, r-fehTSF. ^yf-^r-trysK, 1.3-yy 
"c*>*#* lv\ fctmrnm 0 . 5-40 2-4 syyy^yy. 1 -y 2 - eo >j 
i>o. m~2oi$fa#ff;fcLv\ 40 Hy^^T5Kiw*(f4>ns. ^4>o»««±-a 

[0020] (I) fcfcV^TY^NDy'yjgiFT ^TfflV>Tt><k<, ZStlhiSrB^S^T'S^LT 

Uk&b (Ie) ] *»^fl:^J (Ilia) £gjS fflV^Tt>J:V%. -S<0^$-fflV^l^i % &*+MM,J> 

-Thf^itxr^nmmxAt. %j&*f5.mi%^m&'t> k, v-'y^r-ty^ h. 1 -y^-2-hro»j 

*R«tfcv^T. RJESrfflWL^v^JSEt LTtd. iS* 1 -yf-;P-2-toy H>TWtfcff* "StUi 

r;K fh7bHD77X ^*5r#D-y^:i'<0X-r;l, -by$K N 1 -yf-/l/-2-t*oy Hy^fc'OTS 

a. 7-t h y^rt'^y h y«. hx h t . m<7)mMim*£hitxm%%m&x'M£t&<7)tf 

b y;HS, ^•9-y^t'ollliSK^'fbK^S. ^y-b' jSF^ *RJSt;fflv^n&MDyyft3PIi: LT«. 
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3Hfcyy. E.$HtV>. SM{t\)y. 1.6-5>**A'-1.5.7-^*1ftFO-l. 

Sft'J y&fc'WNuyyfcy yft&ltftttW £>/u t 4 . 6 . 7 -f h 2 , 5 -y^^tW/y 

OfcWSftiM-x/K **^SHfcy y£irtf>JS3Hta<J# *i>vxy&^XT>m&XVTVVi]>vxym7$ m 

m u\ ztit>^oyyftM&mm& (m. <y-tf wwt>ti. *X7 -< ymt lt«. h y 7i^*x 

y % h;ny, ^fyl/^ y"nu*/PA. ^dd^? y*y. h 0 7+iV*xy a y % hyyf-/P*;*:My 

y, SHKxf-^&t*) -ci6f?L^s«t ixm^&zt %f hyry-;p*x7 -< yss jt/h utsi"**** 

*>T#£. An^yfl^i^fflajifl:^!!*) (id) tcJt 7 ^ ym&hWhlxh. Z t>£TYi;*n\s#yimt* 

U #0.5~5fgM (t;Hfc) WiK, #0. 7 X7^yS?)ffl»^i, H«&RJ&£fT-?£fctf>-C 

~3.0fS4 (t;Ht) aWtfcffiU*. Z&frjmtLX. yryy^yh y 
[0022] *&.i&zm^t>lx&mmt LxiifctUf 10 y. ^Tyyf-uyhyx^^x^y&fc'o*;*.* 

amiss (0<. ^ y >7A. h y a. 5 y&a«iMf ^ixs . ztih(?>Kfmimn%M%jtit 

smi-hvyj*. #afc*y>A^) tai^tssa LT»£ftTv^w«£i£^tjfi^itsi<oT'j> 

(#L hyx^rsy. y^rsy, : S7+f\,T$ y. tutf r yr^va>x 4 2§j 

y. ^y^P75 y. ^'yf-^r s y e y s/y. en y & jtf r*«£jSfc¥lS£ts. 5 5£. 6 3 1 H. 19 

x'y. N-xf-n^vroe/i/rsy. e^y^'y. 9 7#j nnssfiTus. 

t;w«y y») ##»f t>ti. t *)bVh yxf-^rs [ 0 0 2 3 j *a5^ffi*t^v^«t i/ca. vx* 

y, xVf-^r^ytfy^y, e^y^y^tvyfrsas /px— f/K rh^tFpy^y. ^'^ify^t'^x 

*HF*U\ fiS<OfiEffliJifl:^iBj (Id) fc**U » -tvHS. T-fe hyfriV^hy^ 7-bh^hy/Kt 

o.5~5oe*(*;nt)* { #^ l<, wo. 5~2o k'<o~hv>m. ^*vy%£comim&i{£*.mm. < 
fg« (t;Hfc) ^u^'yffcWfceso 20 y-fe'y. h;pxy. *^yfrfc^^#gL£<ffc*33I, 

tttaMfffcLTIi. /ct^J^^Bj (id) coSifffc. Jg ^?nuy?y N ?od*^a. 

S£flD;i£t&. ^Noyyfl^|5rliDiTt>J:<. /Noyy y&fc'tfVNoyyfl^Hbk^S. gf&x^&fc'ox;* 

$-Dni.Tt»J:<. fcfcl85£3*i$:V># % (Id) to Tt>J:<. -miktmmm&X'm&LXm^Xh X 

muz. is&iMttzik. >\uyyttm*tox-Z>fr. a w *W£i,zm^t>i\i> : J7Yti>vxyw&t-fcxy < 

mwyyimzmitzik. isMtMitowmL ym<mmmtfc&fo (id) tutx. &o. 5~5*g 

v^. sj5jagij^-2oic-i oor^jsfljT'fty. a <*n*) mtt<. *u~2fgs (*/nt) 

-1 ot;-6ot:#jgf*l». assign. »o. i~ tc#*u>. Rj5ias»±wo-c-5ox:*^ifljTfcy. 

5 0RHa*«flrc*y. m-24ma##*L». ft *n 0-3 ox:awa u*. rje^sjiwo. 1-24 

(Id) frCittfb (Ilia) fcgg-fSfctfxOJH^ 30 ^*^T-*> 0 » ttl-5^S*«jff*LV\ *SJ5£ 

mms^rvvii)Vi^y^ti^xv * ym<om*& a^xit^va (id) . ^rv^ju^ytmaxv^xy 

h^xfto^ffi7V : Jii)v^yfmt lxm. mm < y&<omowim£.mMztL%\.\ hr^ ( ma) 

TVv^^-KyglxX^Wxaf-^, 7Y : JtM>#y& R 2 *«4-T5y7xx^-C*S^^HJ (1 

: J*1r)V3LXr)\,. TYVt})Vi&y}j&4V7X3\Z)\,3i lib) ] i^i-f-^SJi. — «iC (III) R J *«4- 

W> N.N.N'.N'-fh^W/yWt ^hn7i_mSS : 

-9-5 h\ 1 . 1 ' - ( TWi)tVif--)V) v-'t^y v'y. 1^4 6 ] 

n.n.n'.n'— fF5^ yro \ZArr*rviifwrt * 

M OH R H ^_ 
X M— CH.-C— CH-N • H— / ^— W. <">'«) 



•am/di-E-coig (WTft^ ( l I I d) fcv>3c:fc 

t,*>^> mmmiz^mvxi&itSKfcmz 
m-ztizxmitt&zkvx'zz. *su&zmm 

^) . x*r/i^ (0i : »kx^-;^) . mLxmmw 



« (gli^y^'y, h;n>, *i/vym) . 

WfiW^yiBi (01 : PK. roe^ys^) 

ffttTTltijitl.. «ISEi:LT«0li.Jf>'t7>'''>ix-^ 

mitX'oEjjT. ffiztcutm o oxroias 
x'tibti&. §^>tc{b^ (i iib) ^^i-eoiaii. * 
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(me) 



/P30 <0tf*£;bHi\ h K^'Vfc&g (ft: 

30 tie (W. atss?) . *a*i±r^#y*jg 
wt>ti&. R]e^as^i»o-looT:*9a«rcA , ). 

#1 0~4 0X:*f«F^Lv\ *SJ5(CfflV^iiSRi5^ 

A>3->vm (m -.*?;-)v\ 3L?;-)v. runj- 

(i« : fh7tKD77yf) . -h'J/t«(0!: T-k 
h y,M£) . Sfc^-Ki'iSB (0! : BBS, 7*Dt 

HRsS (Ilia)*. R 2 #4-7$y7i- 

/psT-isft^Bj^^fi-e^Jst^^j (ii ib)j 

K£Rfc$tfi>.Iifc:.fcD, HS^ (IIIa)t.R 
2 AM - ( 1 H-y-YyY-lV-l-J 7 *-)Vm 

■e**fc£»*jfcii*osHfc&iii ( 1 1 1 c ) )t^< 

X?A'$£a:t/l'h?Kfitt (Ci-4 ) TM/l'XXf 
*9HWf6tl*#. *Tt^h^rK^^xXT 
/k ^h^Kxf-^xxf^fc'^/Uh^fK (C 

1-2) r^^x^-r/i^SF* lv%. ±mr : JYtix 

<. tttiKtf^iu. sieaKJiii^o-i 50 
iot)—24^. »^L<{ii~i ommx-hi. ± 

fBfc^Hn (III). (Ilia), ( I I I b ) . 
(IIIc), (I I Id) . (Ill e)ti£V*(7) 
£fSL*mfrX'$>hit-£%l (I). (Ia). ( I b ) . * 



SM I c) . (Id). ( I e) . (II) t$i.Xf ( I I 

sag. ra. stss. ^ovh^?^-*^ 
io *mm^hzktz*~?xm.$m-thztt><x'* 

[0024]^^ (I). (Ia). (Ib). (I 
c) . (Id). (Ie), (II), ( I I a) . 
(III). (Ilia). ( I I I b) . (Ill 

c) . ( 1 1 1 d) ( 1 1 1 e) amtLxtm 

(«. jsk. miwmm. km. kk. oxjg?) t<r> 
js. («. »«. mm. ?*>m. y-?-tu 

20 *y|gl?) fc<oig*fc'*>W£>fil>. ( i ) . 
( I a) , (lb), ( I c) . (Id). ( I e) . 
(II). ( I I a) . (III). (Ilia). 
(Illb). (IIIc). (Illd) &£V ( I 

1 1 e) <os«, *ti&#&m*mzmK xtm 

5UI) . (Ia) . (Ib) . (Ic) . (Id), 
( I e) . (II), ( I I a) , (III), (II 
I a) , ( I I I b) , (IIIc), (IIId)i 
£tt ( I I I e ) T&toZil&it^zmmthhWi 

GmtztoiLhztiz£'>x$m-?&zt&x'$&. it 

30 £ft ( I ) , ( I a) , ( I b) , ( I c) , (I 

d) . ( I e) , (II), ( I I a) , (III), 
(Ilia), ( I I I b) , (IIIc), (III 

d ) &xv ( 1 1 1 e ) \tmmx'h#*%mx-{> x 

V*. -fc^ft ( I ) teilf (II) Mimi&QXoWj: 

< 1 1, 2®o>iLm&M)tmELft&iiK mmizx o z 

tit><r)mtte®MlzW£tZZki>X'Zh. tit Hi 
SM^I (IV) c0#-O^tt*$-fflV>T, ±M<OK 
KZfroZtizX*). *mWtHrt» ( I ) t$£V ( I 
I ) <r)&-<D&mb*®iZiLifiX'%h. ttz. 4u«% 

^SRTft. ttf3K^SttK (W : 7 T-X>V* 

tiftim&totzftm-tz t t,T& 

[0025] *%BflcoS?Ji^fcJ: ^TS?Ji3n«»fiOT 
^Jfc LTWffl^k^J (III) fcitx ( I I I a) <r> 

mzmumi. m^Ltzx^izw^^ix-iy 

Hz (R) -SS-C*&5K^Stt<*-C*)6. c:^J:a^ 
50 ft^SSttftli, -ft-^ (IV) fctJV^TR'^^T' 
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h 0 . A r Uzimtf ( R ) -£S. R> H 5 -bxSS [ «. /7X h S *X t/I^t ■(T'f t 

LfciWHMs) -sg-cA^at^gtt^v'^yiS^ xmi . 7tM)-7Ags [«. 7-*'j-}a 

**^^^j£(cj:oT^$fi^ (in fcj:tf ^] mz x imam (th. i^g. m&&) ^sas 

( I ) mbSftM^fcfcVvCA r*^Lfci*Sg +T't>. A I D S£#. B85#a&&. iH8#tt 

fcitfR" (*f-/P) tflSSLfc&Stffckfc (R) - &t£^trth {4J*Jnvru-?4XY&&iiZ:Vft 

*8n££(*&iftHfc£4ii (iv) (aE^ttRBffi) : sana. m&mm. 

^;K'iWy(Chem. Pharm. Bui fUK^ : gSfttt&W^Sffi : Xtfa Ml 3-^X. 9 
1. )41|, 1 035-1 042H. 1993*fc«fc 10 nt 5 3-xX*| ; ftftttAMXttt : 6* (ttSB 

cm 3*. 4 3 2-4 4 oh, 1 99 5^tieas^ «. Ksai?. #e», use*. 

# £ . *?rafcfctt*te^M^ti^T*£ft£fc ( v Jgjgl? ; * y^r* ( PE# y^'rs. fy7 

-7ya-f^A-h'aWy(Chem. Phar B ; -?7*^-T4£jfc ; JllKSffi : KSttft^ : £JT 

m. Bull. ) 44£. 3 14-327JC. 1996 ttKSft ; «*H*SJta&9] fe*fcJ8V>*£ 
^itm)96 2 54 10Afcie«3ii*;^afc»i 

-filt:*tJt*Sfc:J:oTS^rS^i:* J T^6. [0027] S&fcPKHt. ( I I I ) . (I 

[0026] *f|B8c0Sjtffitc X *)ftt>ti&ft£to (I I I a ) . ( I I I c ) itmm& XV/tt:li£$tim 

id. ( 1 1 1 a ) axis < 1 1 1 c ) a. ftsttr 20 -$-fc«k-oT. tiy'jyjsmizxh&wayisy 

fiOM^ffl^LTV^WfiiEaWlfc l/OflV*4£fc 36 (PB#>Wft. H&JiWns.. ItGBl&SaXSL 

#T$h. {tuft dm. (hi *yi/m sp«. p^is. mtvisym. m&y 

a ) , ( 1 1 1 c ) jia^^Ksawttf^y^rga ^rss?) . Ajgft^&wE (tyw&gmpm.. 

[«l T)v\:t)vx^ twy *?t-< 9 ny&rwum* ma^y^rs. mv&mum 
x^yvy *yvy nvti^y *yvyim. ursvnmsL iivvmm. 
~jy hne*ijx^y-;^7ryow?] . h *yi?*imm.<o&mi^. mfcrn-tetiyvy 

yaxxny&m [W. MJrixtfoy T-ttgs] . ft. ftv^JWHL 9&&&M*)y : J97g.. ijy^J 

a^] , rx^^xas [w. rx^K/w - riysfc&y^ft. ffiStt^yyrsfcit/rtK^y^r 

TX*Wf*X 7iXf-^X, 7X^K;W 30 ft [Mffl*yJ^S (Mf^Vy^. KtyiSy 

77Axf] , ^yu->Awi ^^»j-7i, ffi. j»i^) . itHtmyisrm. tyisymm. * 

7^77x-f?] . 9>)7Yn->,t)xmm im. 9 yvr*&. uyisy&nmt. *yvy&.KM$i. * 

>S9 [M. h'J37-( hy ;P7*yPA. MJ37^ ft. TOfcilf^yy^ffi. ^y^JSlRife. IFXry 

y ^y^^o^-f^x^] . $?axmii i^'rjS. ^Srt^y^yffi^] ^; M)3X^oyS» 

[01. S^dx^/pa ^r-fe^A. S^ox^yPA tciih'Jnx^oyffi; hxhT5Xv,gMfc:j:S,% 

^-X^] . v5*f-7-JSS [«. 75*f7 7r- ttWtxhr^Xvffi. W&!*txh77X-?mt5XV 

yrmi . X^nh'j7?xlf [R xttoh'Jy? »Stttx hX^Xv^ ; ^^U^AgSfcJ:^ 
X yi^] . 9 y YXXVV&mW [«. 7 5 K »J -7Aft ; TX^/P^X«litc: iSfftRSTX^ 

x.-K»j^A «U4-=«c] . *y-fe#x7HS [W. * 40 ;P^;PX3ffi [TW^-ttTX^i^-xffi. 

y-fe^rxr *y^i7 **Koy4 x^^xie. rx^^xin*e. j»rx^;^ 

. 7 ^ro*-7ga [w. x td*-7 ^ /i^xffi (mtt«SHtrx^^xs. w&m&mr 

r^rx^n^] s x^v;7-f r^sa [M. x?v xwxg, +ffi»B7x^K/i,xf, rx^ 

7^77 y'xTy^Mjm . 7y=?i7ll ^x^rtKfft. rx^^x-i:^. rx^w 

[0<. 7^x7 f^f-rf^fxf] . x$m&. rx^v^ivxmws.. ^Mmrx^ju^ju 

t-i'rxmm CM. 3^-/^fx -fSf-^x xg. rx^^ypxM^. TX^^xjttJ&iL 7 

^] . itfW7^ hymm im. 1W7 ^ h x^^xnmk. rx^t-^xK^. *srx 

y 7 a ] . a Txmm [ 01. ^U^^xffits il^sD^EUlSTX^l^^PxjS^ ; 9 

K53?yy^fX 77x'JxyyXf] . 7*XX 50 'J7-h3 y^XgS(Cj:Sl»^ 'J 7h3-^Xi, 
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Sift. fSISl^ ilSifc^ ; b V y 
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( I I I ) . (Ilia) HXlf < 1 1 1 c > 1*2 
fztt&te (III), (Ilia) fc XX/ ( I I I c ) 

m?>iriMWMtmm~ti>zti>?zz. turn ( 1 1 
i), (i 1 ia)iJitMi 1 ic)»i. smmM 
mmtLxm^hzttfX'^h. 

[0028Hfc£ft(I I I) . (IIIa)i>J:t/ 

10 ( 1 1 1 c ) vmmmtnMmt Lx<vmmmm 
&mt ixffy&mmn. msmwr* - 29374 

0. *S§f§¥8-104 6 7 6J3j:tfWO9 6 2 5410 
Al mg?PP9-18376 9^Cfflii) iZ^M^tlX 
?^>tC*^^SBSatJ: *)ftt>tlhtt.i&» ( I 
I Ia)fcJ:tX(I IlcJIisS 
[fc4 8] 



R— (0)-C— 0— CH-Y 



(VIM) 



(ft*. R'li*ti?tlWAZtiX^Xt>£^m{k*.% 



[fc4 9] 



R-(0)-C— 0 



11 OH R 

i N— CH r C— CH- 
2 I 



CH-N^/ 
+ 



Ar 



x 

CM-N X N- 



(IX) 



0 

q r 1 1 

. /JkN n I I u— CH r C— CH-lT N- 
R-(0)-C— 0— CH-N^-/ * I 
+ Ar 



Ah 

v__y 




(X) 



(5^ &freti»r£i:iimiiT*j>6. ) -e#i2fc.sft 

[00 29] R°X-7F;Ztl& tWMZtLX^XhX^gt 



tert-yfrK *^f7K 'V^/k 'sTf'/k 

mmmi-fxnm.r^vm («, xf- 

/k n - To t/k y ro M)V . n - >f y r 
f-yk sec-^/K tert-y^yP) LV\ Ki' 



;k -f yme/K n-yf-;K ^yy^K sa-y aso ~~ioms7vTiv*)V&ifmfM\. tvmm®. 
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4 0 



^r^/^f-;^fc*^jR4~l 2Oi<0#3N:f£>*u t 

0*>ft^*a6~8<o>-^or;p^r^;i/S <ff: 

*c=yk 7f-;^t'KSa2-4<Dt<W*(ff>il > 
fc9fcrm*S2~3tf>T/l^-7MflL fc'-;k to io 

k<9a>W£>*U t 0i><t^»2~3«OT^^ 

[0030] K3?#fc»Hfc*9gai: LTIi. 7 t -;K 
•f-^Jk b'7x-yk yxx'Jyk 4 ^x-^fc'K 
*S6~140t>oaW£>fu fcOWt^S6~l 
0<07'J-/« (0!. 7x^/k T7f-^) *W^L 
V>. R^#IglHr&lS4t*3ia£ LTIi. SSSI»7- 1 5 
<^T7/w*/ia£fc;ttf'*<.>i'7k 7i*f^ 7i- 20 
*rnbK ^7-?-;py^/k -fy^-yk -fyy^yw 
*^yk l,2,3.4-fh7kh-Df7f^ 1,2. 
3,4-fb7t h*o^7f-;^f-;m*W^, fc 
•)Wt^*St7- 1 lOT^/Mf/Pa (0f : KViSfr, 
7iW, 7-7-^yf-yMf) #>'#iU\ 
[0031] R"T*3ii& rS&$ftTVvCt>J:Vvjt 

W . RH?2£i^fc'0^rn/gi?£l~a 30 

flL »iL<»il-4flHrtr5~81^^»i-e<0«^ 

mjyk t^V'Jyk 4 SrV'Jyk 1.2.3-MJ7 

yj;p. 1, 2,4- Mjrvjyk rh^/u/k 7»j 
yk ?x-yk ^wj/k -(yw;*. 1.2. 

3 -*#^7V 'Jyk 1.2,4 -it^i^T/V /k 
1 , 2,5-^^7/^, 1 . 
l^k 1-TYV)l>. ^Vf-TVU/k 1.2.3-*73> 
TV'J/k 1.2.4— fT^TVU;K 1,2,5-f-T 
^'TVJyK 1,3,4 -*r xTVU ;k to »j 40 
yk tUf/k ey^Sfcyk e»J$i/-;K t?^- 
yk K*oj&fcyK e^^^-zK ^FU^k tT5- 
yk f-*£5^yk Vttzs-lV. *J 
'Jyk t'JH C2,3-d) e'JS^;k 1,5-. 1. 
6-, 1,7-. 1.8-, 2,<>-&tz\t2,l-1-7+ 
0 =J-)V. fl7 ( 2 , 3 - d ] t »J i^'yk W/t? 
->k Th^t K07'Jyk f h7hKDt5-^, v 

[0 0 3 2] R'X'^tih <W&ZtiX^Xb£^8. 

<k**aj fej:t/ rm&$tix^xi>£\,*mmmgj t 50 



a. *&a. Ci-eTVPn^a. Cs-io^^dt;^ 

/M^a. Cs-ioT'J-yM-^a. C7-i9T7^ 

A,*)\rf-*m (mmm^m^^vit^tix^xhx 

, Cs-ioi^oTA^yl^ta (gBKStffiW** 
KHMW^^K^fiTV^TtJ;^) . C7-19T7 

;u*-^ s rsya. tyci-sTvi^yi/rsya, 

*a. ca io^^or^^ursys. c«-ut»j— * 

a. 33#T$ya. -hoa. ^oyyjs^, ^tv 

a. C6-ior'J-;^^^-^;^-;i^, C7-1975 
)V*l\>Jt* is-1l)Vifi->V&^ Ce-ioT'J —iV-ijiVif. 

Cs- 1 0 r U -^-^;Pjj<-;1/*^ i^S. c 2- 6 T;P^r y 

c3-5T;^y-f;wjj-#^a. uftstt 

X\*Xl>£\^)V>^4)V&^ W&ZixX^XiyX^I- 

ci-BTvi^y-f/PTsys. c 6 -ior»;- 

;P-^;k^-^T5yS. Ci-joT^3*v-^^ 

C7-i9T7^;^^y-^--K^-t5 Ha, CimoT 
)V a * ~s - i}frX-)V1S* i^a, Ce - i o 7 U ->W^^f 2" 
- ^;P#-;^^r ^a, C7-19T 7;^;^^ i^-^^ 

-;P^^a. W&ZtiX^Xi> iv^ix^f Ha^i:^ 
Wfeft.. R-it«^-5Tl^^L4ffl#SELTV> 
Tt>«tn. rci-sT/^^v-aj kLT{±7t:ki.Jf. 

i^. n-yhdr^. tert-y^^^ n-*<>+A,** 
n-^^;P^^fc**i. rcs-io^yor^ 

v. ^^o^^^x^rt*^, rCs-ioTU-^jJ" 
^ri^aj i:UTH)thi.tf. 7i^y. ^7f-;P^ 
>-%t'l)\ r C7-i9T5^;^^^aj k LTJifct 
^.HT. ^yi^kt^, l-7i-yHfWy, 2 
-7 I -/HfW=fy > OXhK'JyUjf^i/^l:* 
r c i - 6 TA*/W-*m ( SSSSIIS^ * { ^df v Hit 

x^h-*, n-roe/H-jj-, n-y^;w^, y^- 

;P7.^7 -f -/K y f-/P7.;U*-;^ r c 3 - 1 0 1/ 
? QMy;^*^/^t'iJ«, r c 6 - j oT 'J-yH-jJ- 
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S {tffiMBL=Ftf**i'Mt2tlX^Ti>£^) j k L . 7i-^, Ci-vr^A* (H. T-fcf-;K 

TliJttitf. 7xX/H-3t\ -^7^^. 7x-^ Totr:*x>K OYJ/Vg) . Ci-4 7rt'3*s'-7 

X/U7 -f 7x-yWW^t'*5 > r C7 -i9T xX/Ug (W. y h^fi/7x^Ht) &k'a>£>g{fhJt 

5/Mf/H-*S (SKIfEKW^^K-fk^^TV^i. 1 *£tt2ffi?)g&aT'SJII3*i.TVvt t>J: 

J:v>) j bLXtetzbUi. OfA**. 7i^;u 4>i^ tJil^^Tiy^^PS^t'^fflv^ 

***** <yXh H UA-f*. Oj^PXA-7 4 x *u £iWfc:»i*:k . *A*rtE4 JK N -y f-rtofr 

/P. ^yy^W^f*!. r*yCi-67>MrA' AA-t^A, N-x^-rto&/i^&4;k N.N-^yf- 

7$ygj fcLTttfcfcitf, ^^TSy. x^/PT ArtA^'fA'. N.N-5>X*jfcfrjW«E-f A*. N- 

5/. n-TDtA-TSA n-7*-f-A7$y3rk"* { . 71-^^^^^, N-T-fef-A-;5fAA**>Ok N 
ryCi- 6 T/MfA-7$ygj k LTttfckifcT. x'y 10 -'W-f MkArrt&iAr* N- (p-^h^^i- 

f-A7*$y, ^xf-;PTSy , yf-A-xf-A-TSy. x A) #AAq£>f A. 1 - to y l/~)\,i))Vit~iV* tr^ 

- (n-7-D») T5y. 5>- ( n-7*?-A) 757 »JxV^A'4fx;K 1 -tf^xX^A*-;K t/l' 
&k'#. rhyci-sT^WT^-jTSj tLT»i tfyy^A'tfxA'&rk'tf. r»S*i"Ovt i> X\** 

oTA^A-TSyaSj bLX\ifzbz.\i^ S^oTof (Pi, yf-A. xf-iM?) . y xXH-aSrk'a^Sfcftl 

ATS 7. y^D^f^rsy, i^o'v^ATS tz\£tz\i2®<?>W8lg;XW&ZtiX^Xi>£\***r 

;tczt)K ""ce-ior'j-^rsysj kLTktJtk* Mum^kti* fcki.tr. f-***/«e-f 

If. T-'jy. N-y-T-AT-yy&k'**. rc 7 -i97 ;K N-y^A-?-:*;$AA*4/K N-7i-W^ 

7A*A7$ySj fcLTii/cti.^ "c^ats A^n^k***. r s»$ft-ovct> Jtvv»jk/«E4 

y. 1 -7x-;Pxf-;wr$y, 2-7i-;Ht;P7 20 )V**isms\ifzbz.\i. Ci-i7)V*)V& ** 

$y. K>xtFy*Tsyarir*», rararsyaj a. x*a*> . 7x=iWKfif*»^a«jh.fci4fcii 

kLTttfckxfcf. l-tnyy'-rt-, e^yyy. i 2ffl<7)S^STiaft^iiTv%TfcJ:>-^y^^>f;^4f 

- f<5v*xA. U y . y y&k'#, i^#fflo£>*u J|ftWtc»ifck i.fcf. *av«m 
usuyywfti fcLT.ifck*tf. 7»i ss. * N-y*A;{rA/*e-fA-**5^ N.N-^'y^- 

3>73&rfc*#. rcwo7A3*x-#A-5ifxA A#AA*>rA-:fr*>\ N-xf-A^AA^ A-** 

Sj k LTIlfcfcitr. y h*>-;5rA#XA\ ih^y K U-7 x-M)W^4 )U**is%t'tf. rCi-e 

n-7P^i/*;UU^. >fV7*o^ 771^74 ATS 7£j fcLTIifcfci.tf» TfehTS 

v-^Atfx/K n-^h+^M-^, h\ mt^txrsK. 7*?-oTSh\ /<i>aT$>\ 

*IIVX-)V* tert-7>*v#Atf-A. ^yn^y^- t/<D7S H^W, rc 6 -ioTy-A-.#A*-AT 
A**^;«rA*-A. ^^o^S/A-**^**- 30 syffij blXlitzbW. KyX7$h\ i-yvrs. 

;K 7*!t!^;W^W-;^i'*' 1 rc 6 -io7 F. 7*A4 5 K£k*#. rCi-ioTAn*^-;$A;K 

y-A**v-;$A;i^Agj k LTtifck;U:r. 7 x HSj k LTJifckxIf. y h&AMfiWS. 

y*v#A*x>K *y+frttis1])VX-A*cZ1fi. H (CH3OCONH — ) . IK^WWS H. t 

rCT-isT^A^A^S'-aAtfxAgj fcLTIifc ert-^h^^A^K«WSI«*W. rCs-uTU- 

t «ys?***t!s**#=&* oxt h y a^t ksj k Lx«^k tor . 71 

#^A^xy^k'*<, rCs-iory-A-^A^-A y*;/;fr/l/;J«Mr$ H (CsHsOCONH-) 5rk'^ 

Sj k LTIiTtrk ^>V>f ;K ^7 h-f;K 7i rCT-ior^A^f/^^^-^A^-^S KSj k LT 

-)VT*+)VtcZt>K ^\-*T)Vi];A)V£ki blX iifzbm. 0&A#*2sfiMlt*+$V (CsHsC 

HtzbUf. T-b^-;K 7Dt*^, y* H2OCONH-) . '<.>XtFV)Ujt*is*iA'#*y- 
^, A'l/iJ/K tA'o^^i'i.', rca-sTAT-y 40 5 VZb'tf. tCi-itTA'3*i'-*Mf=J&*i/ 

4)V&i bLXMfzbUi. 7?*)u4)V. tuYJA »j bLXiifzbHi. ^h*y*;^-;Wy, x 

iVttZW. rC6-iory-A-*A^x;^df^j h^^^.-K-;^^^. n-7n^y*W-W 

LXiitzbUf. OMA'tti'* +yY4)V** dfv, y7ti^y*M-^y, n-7"h^v 

y. 7i^7th^y^t'^ rCi-eTA^y^A titVX-frtti'* tert-7h* v^tf-A**^, 

^^Sj kLTJifctitr. T-bh^rv'. Tutrix n-^yf;Wy*W-^^y> n-^^;^ 

AjT^t^. 7*f-y;p3r^^, Am/M-Jf>\ f^'n^f Jf>-^A--K-;^^^fc'*«. rcs-jory-AjT^x 

A^^k>\ rca-sTA^y-fA^y-Sj kL -^AtfXfM"* i^j k LTJlfckiJf . 7x^x 

T«/iki.tf. Ty yo-f;P>Tdf>-, 9WJ4A>** tDVX-frttis. ^y+iVttisftfVX-iVtti/tc 

LXiitzbHi. Ci-4T/^l« (ffj. yf-A, xf- 50 Sj kLT«7t:kxtf, ^yV)V*^i])Vi^-)V*^ 
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1 - 7i-^xf/^af^^;^dfy, 2- rVJ^K 1.2.4— fTS^TVyjk 1,2.5-f-T 

^i-^xf^jf^M-^y. oxt K'j vryy/k i , 3.4 -^r^ryy/k troy^'x 

^/P^^-tf/^x/M-^S'Sj tLTtifcfc*.**. /P. tf^y^'x/k K*95/xjk 4yh'y/k e?x 

^^oTDe/^^f^/^-^df^. y?Q^y ;k -?-;*t:5x/K y*:**xX7k ;***y y;k 3fy 

;P^4r>-^^;^4f^t>\ rg^jix-cv^Tt. 'J^k t'J H (2,3-d) t'JSy/K 1,5-. 1. 

JV^H Kgj blXittltm. C\-*T)V*)V& 6-. 1.7-, 1.8-. 2. 6-£*:li2. 

*+>W x^yHSQ . 7i-yl^^t'*^g{if*t 'Jy-;K fx; C2.3-d] t»J$/;k 

£l&^L3ffl^gM£T«&3ixTVV7;t, < i:tv>w4 x;k fb5bKa7'J;k fh7tHae^, ^ 

I*. 3 W k 3.3-5^***H K, Sil»CiCi-«7A'*44l (#L ;*?-/k xfvPS. 

[0 0 3 3] R«T'*S*U> rS*$iiTVvct>J:^ .WcJ:-oT»a$*vtvvti J:v%. 
SStSj <Z)g&Sfc LTIi. ±SlLtzl><?>\zMx-Xt:b [0035] R'T^ZtiZ-ttiftimgiZixX^Xi* 

itfCi-sT/Mf/i^ C3-6x?or;Mr;P£, C4-7 X^Ritfcm&ttttimfmizto^X . rg&Sfvt 

T/MfX/wa, Cs-ioTy-rt-g. Cn-nT3>V^)V& Cy-isT^/Mf/M^j^ Ci-eTVkf/l- 

Kc£&m^t>ti. rci- 6 r;i/^Sj fcLTfcfcfcfc* Ci-er^Aoui^x/k Ci-sT^y^/P 

If. ;*f-/k xf/k n-rot/k -fV7nt;k n 20 7$yg. Ci moTVI^S'-j^MCxA'S, C7-197* 

-y?-/k 4 sec-Xfvk tert-rf-;^ ^M^M-^-^tfx/l^ fflftSfl-Ovcfc Jtfc* 

i^oToKVk v?oy?-;k >-7n**>?7k i,? Ci-\oTy)V^)VX^i'-ji)l>#$;-<f$. k ISStff^ 
0^^^^ rct-iSsfnTAJtfrT*** (S&SfrOvft J:v>) frfc**»£8tf*ut 1&UL3 

*yf****$rif;iF, fC:- 3 7/^Hj kU (Ci-sTVMr/PSfcLTJi. fcfc s.if^fvk if 

ti. fcfcxfcft'x/K Tu^x/P&fc'**. rc 2 -3r/I/ 7k n-Tottk >f V7at^. n-y?7k -fyy 

^f-;^j fcLTfck fcfcitfxf-x/k 7oe_^ f/k tert-yf-^f) *<#iL<» -eix^fl^W 

if**, rcs-ioTU-zl^j i:LTIi7xX/P x f7f- kUli^f/k if;k n-7Dt;k y7ot 

A****. rc 7 -iiT7^;l^j t LTIifci: 30 ;k n-7^. -fyrfrt'. tert-7f;k ^h^fi' 

V^'/k 7x*fvk ■fy^V^fltcHi^Hihfx. .Xf/k ih*^f;K 1 h=*vx?vk 2-* 

S>. R a T*§n& r a&£;rVOvCkiV>&i't*3!t h*>xf-;k l-ih^yif;k 

gj t5£V r WMZtlX^Xi>£\ygmim} iZtsttZ >k 2-^y> ? /M-*:'Xf-;k "S-K&VMt^lfT 

Ztit 3 ?>mAmil®£.ffi£2tvf. m-£fi:\m%i at*, 1 ,3- : JO'J)Vit^^-2-rxi^)V, h 

T^cffl (2~4ffl) ftoTtiV^. Ko=Jf^^f-;U. l-hFP=ifyif;k 

[0034] *mwmm\ axx/ rmmm&j <r>wm >-x^ x 3-tHo#y7o^k 2.3-ytKo 

wmx>\>? * -urn. wmx>i'*->i2ktoz.vim x+A^f-**?-^ ^t;ww-ynf;k r-thr 

mT$;m£mzmm£ttfflmiz&&ix^&* swt*. i-r-bhT5Hxf-;K 2-r-fehrs 

^MTp^rlfflt 0W-?^T-C'^I.Si£:^L, -e^)J: ^ ^ 40 Fxf/K ^h+y^W-/Mf* > xb4f>-^;^ 

SS^Ji, fckiUmmm? (**isVtt.ZtiX^Xi> ^f*. tert-rh^y^#-;Mf-^. 1-x 

in) , gf*S^, KSIJS^t'cTKv.xo^^ l HK hdfy^yP.-K-^xf/K 2-xh^^^u,-jf-;uxf- 

(H. »*L<Jil-4ffl^tf5-8MS*^«-e<7)»& /K 1 1 ->f^lf ;k 1- 

m£^~f. oZmmSk LTJJ. Jtt *.»ftu xh4r^;U,-Jf-;l^- l -^f-;l/Xf-;k x 1 -tert-7" 

U;K t5y»J;K -fS^/y*-. 1.2.3-h\)TY Y*i/*i)VX-A>- 1 -^f-^xf-yK 1 

1,2.4-M»TVD;K Th^yy/k 7'J ^v^-Kx;px^ x l-ly-s/l'ttis/HUX—A' 

>v^ f-x^.;K jr^vyyp, -fy^yy^K 1.2. -i-^^x^k *w<t-fwf^ n,n-v 

3 -^^^ry y;p. 1.2.4 -^^^ryy^. ^f/^/i-/<t>(;Mf;k ^ 

1 . 2, 5-**1fxTyy/k 1 . 3.4 -**WTV f-/k Xh^i/«/kK^9-§ K*-*-/k tert-yh^i^ 

y;K f-ry»j;K -fyf-ryy;k 1,2,3-f-rv 50 ^^k^mtsm^, 



4 5 

/Mf-;k 2-f h7tHD7'JyMf;K 1,3-x 

2-^y-1.3-v3f^V7>- 
4 - 4 vP* 2 , 2 - 1 . 3 - V 7 

l,3-v3f^V-5->f;M 
l-xmf^/Vdf-^-l- (2.3.4 -hV 
t Hn^fi/7i-;U) ^<^;P. l-T*hT$H-2- 
xh^f^PtfxyK l-r-fehT5K-3-xhdr^ 
^tfx^TntVK 2-T*hT5 K-2-xh^^ 

lV#-)V7v\;>V. 1 -T-fe hT5 K- 

t><0»i*^k xf-zk n-7nttk -|yrne;K 
n-y?-/k 4 V7*f-/K tert-yf-^t'cOiffiBlttft 

>k 3-hKnJfy/De/K 2.3-y'tHD^r 
otT/k l,3-y'bHn^ry-2-7ne;k 2-* 
h^X**. 2-Xh*j/X?-;k 3-^ys^M-* 
y7o tf/k IK isl))VX=->VX 1 -Ih^fy 
*,>lotfx/px?-;k 1 -^>i^:t*x#Ao-Kx/pxf- 
/k 2-7!i/Mf;K 2— f>5t Ho7';^f 
/k 1 ,3-> ? ^y5^-4-' f/M-f/k 2-** 
y-l,3-y^V5V-4-'f;Mf;k 2,2-x 

1 , 3 y 7 y- 4 -^^f^t'o 
Tti-^m. mmm (wmztix^xt z^) -cg&s 

[00 36] R a T^3ft£*ft^ftg&3:rVOvck 

wttj^asiaj tfc«. *4fvas. c 

-3«oiM«T'Sft$it^«*^«*<#*L<, -eo 
M#Wt Lxtey yyk fi-;k £?x/k f^t7 
x/k xtf^S'X/k 5***V!JiK ^y/t^-zk 
fh7tHQ7'J/k fh7tHnt7-;k 5>**V 
?-/K -X-f-A^lf/k bHo^7'J 

/k .x^-zh-xx/k xh^s^yjk 2-**y- 

1 . 3 -iS**V 'J;k 2 . 2 - v*^- 1 . 3 - is* 

*yy>k 2-**y-i, 3-^**75-^ 2.2 
-y***- 1 . 3 - y 2 y - 1 . 

3 - S/':*=*-»>-x/K 2 . 2 - V* +IV- 1 . 3 - 
1>-x;k 2-3f^y-1.3-> ; ^-^-9-x;K 2.2-x 
[0037] R b X'5ik$tlZ>m.TfWimt LXii. 
TutT/K ^fV7ot;k 7*?->k 4y7f7k 
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sec-7>;k tert-y^-;^) tfmihtl. t 9*><t 
^f;Wil^. R b fcLTi±*5gltB% ^TVi'TA 
U*. mliOifcttl Of 

ht<r>mt L\\ Yox-$k2ti&^B?ym¥b ix 
a, js*s^. mm=?. BWUHHmitw q- 

umm. TDfjj-yB?. *i?>Afr*ygi. *y*y 

xiv-fryw.^ ^ny^^^K. vvy)V*x?y*. 

fm. 3">fl^K*s?. ?mt>m?t>tiz>. Q-tixa 
mm*)*b7ahyi®im^m*ytftt*i<. 
7 y{b*#se, mk**i&. 3»7^b*3H8 

£7ahyiS£ifcv^i£>r*ya*#£U\ Q-»2ll 

tmLTtt. MitfCl-. Br. I". HSO 
20 3". HSO4-, H2PO4-, OH-mWWfbtl* +Tt> 
CI". F", Br. l tfmt<. 8tC B 
r-. I ##£U>. -ftefc < I X) fc«fctMX) »±* 

(ilia) fcitf ( I 1 1 c ) tc^snscii:*> 

fc&b diia) &£v ( 1 1 1 c ) tmmizm 
M$mtLx®mthzttfx'$z>. zemm&az. 
tfffifiima^xititim diia) axx/ ( 1 1 

I c ) izr>\*X±j£Lfi:t><7)tmUX'}>h. 
30 [0038] 

5£$ft&t>OT-li&v\ , H-NMR^.^h;Wi. 

Ltfh7^f^7>-J:ffl^-CA"J7yyx 
5X2 0 0 ( 2 0 0MHz ) mx^hjut-f-xyi 

£u £$m*Pf*x'7jkLt:. m.^mmzaux ( ) 
rt^Lfcaaii. zmk?)%mu£itx'h&. %a. 

s : i/y?\s-, K d : ^7*P-/ t : HjTV-y 

q : ^yyU7- yh, dd : y~f)vy-r\,t K t 
t : h VTAsYVTV -y h. m : v;H-7*U yh. b 
r :(g^V\ J :^ y7*U>^» 
[HiSW] ##011 

4-7;^nxho'<,y^-y ( 5 0.4 g ) x iH-f 
h^y*-^ (25g). 'i^A ( 5 0 g ) fcilf 

N.N-^f-;P*yWArS K (350il) 0)ffitit:7 
50 0-7 5-CT'l O^JfiffL^:. R«Si*»»L, * 
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( i oo«i x 2 ) m»u £*«arv^*i^AT$£ 



47 

(2500il) fcinifc. flfttiLfclS&SrnRU * 



( 5 o oil ) xim Uz. ±g.vftt>titi i - ( 4 -- ffik. 8ETx-mm£&iiLtz. mmizisj vTne 

hD7x^H -lH~ThyY-flt2- (4--b ;H-f'K5 00il) fcimxTt&FBfcrJRL*:. 

07i^;H-2H-fh7 % /-A*M f&n&R&lfc* *l£t£fi& v-f V7D tr/Px-r/P ( 1 5 0 >1 ) Tffiit 

^?y-;K280il) trh7tKo75y (420 ft. 4- ( 1 H— f h^/-iU- 1 -> f 

■i ) coffi&tmm u ( o. 3 3 g ) . igtt ;p) 7i-w;w<* hk (24.1 

£( 3 . 3 g ) Srflll*.*:. tt6*lfc&»£h h'5y>- 5 g ) #*fe'J yfrttSt LT»Mufc. #.&£»iSx 

*fP% ( 2 7 g ) fcSirrc l 04HSto>ltT}8TL*:. *;P*»61fll*U:. 

«T»7a, 1 O^^cSTTltt^L^. SJ5«^a MA 186-189*C 

^ rStt^OTOL-. «tt^a5t»-S:^^y-/K2 00 10 'H-NMR (de-DMSO) $ : 7.25-7.34 
■1) T-ft^Uc. r«t^jfffc^i>*T«E@*L. (3H, m). 7.42-7.50 (2H. m) , 7.7 

nhixtzmptoZisytytviu-iby?? <t- mm i (2h, d. j=9h z > , 7.89 (2h. d, j 

iK:fh7tH077y/Mty=2/3^f h7b =9Hz) . 10.0 (1H, s) . 10.6 (1H. 

K077 v/^i^/RKx*-^ l/l/l ) trff s ) 

ltssuc. isiisa}«£«ffigi8&. mmz^* ymmm-. ci,H 1 iN 5 o ! tu 

ir^^tSAflTTS^s 2- M-rS/:?*^) - Itgtf <%): C, 59.78 ; H, 3.94; N, 

2H-fh5y-;K14.48g) Wm&XlX&t 24.90 

LT1»6ilfc. *A£Rtftx?-*fc»M V7obH- H«« <%) : C, 5 9. 5 6 ; H. 3.9 9; N, 

T^O®ft*»^H»a Ufc. 24.89 

M 124-1 25X: 20 [0040] ##013 

i H-NMR (ds-DMSO) 8 : 5.7 6 (2H. p-xhuT-'Jy (14.75s) £*?y-/M4 

s) , 6.76 (2H. d, J=8.8Hz) , 7.74 0 0il) fcfcHU -3 4*CT2,2-y7D07 

(2H. d. J=8.8Hz) , 9.08 ( 1 H. s) -bhT^rbF p-h^x^M-yPhK^/y 

TG&JHfftt: CvHvNsfcLT ( 1 0. 0 0 g ) irMl. l&fiSS&tLfz. 

fttJfi (%) : C, 5 2. 1 7 ; H. 4.38; N, Tmm&Wltltit. «£ETT'» 1 7 O.ll* 

43.45 *^Ttc3 0^HSJfcif L^:. *fiiJtea5rr]R 

Hfflit (%):C. 52.01; H. 4.44; N. L->'4 y7oew-f*T» «JEET(CS£S 

4 3.4 1 -f&b 1- (4--hD7x-;K - 1H- 1,2.3- 

$ £>fc?fl2 j8ai#£«ESM8&. m&b*V4 V7n e Ml TV—)V ( 4 . 0 4 g ) jMSR&ttA J: LXfthtl 
/Ux.-fiWL>t£&<t?i>t. 1- (4-75^71- 30 fc. #n5£»8U £M£itltx*7H 2 0 0-1 ) t 

)V) -lH-fh7/-/M25.29g) mm&tk fh5t 200.1) omiSfcjgJBU IN 

sfc&i LTH4>*ifc. ^taSTftiSx^t yyut: fig? ( l 5 Oil ) . l N*gHt?- h y »>^*^FJK ( 1 5 

^x-r^iiaA^SfefBL/c. Oil ) . * ( 1 5 Oil ) (I50il)t 

m& 1 4 2 - 1 4 3t: mm.® ttz. mmzmxsatr??*^ at-sks 

'H-NMR (ds-DMSO) * : 5.65 (2H. «ETTSf«i&a*L^. SSftJyIf;H-f 

s), 6.73 (2H, d, J=8.8Hz), 7.48 Mpt&SM&ltl t . ISiikSmtfZ hUZO. 4 7 g 

(2H, d, J = 8.8Hz) , 9.83 ( 1 H, s) H^ft*:. 

7Sgtt#r«: CvHyNsfcLT £fMXS&t*K* : 4 . 5 1 g . 6 7 % 

f+»tf (%) : C, 52. 1 7 ; H. 4.38; N, «,J-^Dn^^ytyV y7ne^x-f^l« 

4 3.45 40 frhmH&Ltz. 

Hflffi (%) : C. 5 1.88 ; H. 4.38; N, 205-206*0 

43.62 [OO41]##0|4 

[0039] mm2 *.}%itz4o%7v**-i--)\'*mm (23.4*1) . 

1- (4-7$y7xZ;H -lH-fh77-^ (1 iftg ( 1«1 ) W*9 ( 3 0 0-1 ) Ojg^fefcP 

5.29g)ttT'Jy>(9g) Jfh7tKD77V -- boT-V V ( 2 2 . 2 5 g ) -SrjDi.. HSfSlflltf 

( 2 0 0«1 ) t SKx^p ( 1 0 0*1 ) WSatc^jB L U:. p - h/Ux>-x/P*x;pt YvW (10.00 

fc. ^«K*#TTl»*L£#^naig8i 7i- g) £jD;i*:&. £*>fc£;ST'*H£JiJf 

yPxxx/U ( 1 7 . 6 g ) tmitz. m&J&. & ^^t«r. «ETT18J«£i§l*8U S®U)tcBtSEX^;P 

J5S£SST'li$igiJiJf Lfc. RJEiKfc* ( 1 0 0.1 ) ( 5 0 Oil ) £ fln;u jD*S5TF{cttaiL^. 
i&ft&JS* (1 OOil) SrjDX7>?RL^. 50 0. 5 N*BHt7 h 'J -XMcjgifc ( 2 5 0-1 ) , * ( 2 



4 9 

o 0.1 ) Rxsmattz*. (20011) rra&aft l . m 

JR-f&fcl- (4--hD7x-/k) -1H-1,2,3 
- h y TV-/1/ ( 5 . 3 1 g ) #8$fcl£ B 1ifc LT*#*> 
ft*:. #S£ig8U «S?U^^y*y;^7A^DV 

-1/1 ) fcttLT«IS!U:ft. *Kx^p*^Jgfefb 

±feto^* { $^fc2.17g&^ft*:. 
^iHKMftt/lK*: 7.4 8g. 7 3% 10 
[0042]##H5 

1- (4-^ho7i-W -1 H- 1,2. 3- MIT 

y-/w ( 3 3. 3 3 g ) . i ox^^^sm ( 5 
o%£*. 4.oog) , x^y-;K20 0ii) arx 

Th7tHD77>'(200ll) ?>iI£!ft£*S#H$\ 
T5 0*CT6i$fa«#U:. SJS&SrftSlft, ftBS^ff 3 

/l/X— t^^^bMS^^S i: . 1 - ( 4 -T5 J 7i 
XA-) - 1 H- 1.2. 3- MJTV-JM 26. 4 5 
g, 9 4%) tf&Hfel&ftfc l/C»6*ifc. *Jp2r»B? 20 
x^/l^B^aL*:. 

121-12 2"C 
'H-NMR (CDC Is) S : 3.93 ( 2H,bs) , 6. 
77 (2H, dt, J = 9Hz. 2.2Hz), 7.48 
(2H, dt. J = 9Hz. 2Hz), 7.81 (1H, 
s) . 7.87 ( 1H, s) 
7C»*ffi«: C8H 8 N 4 fcLT 
ft«« <%): C, 59.99 ; H. 5.03; N. 
34.98 

£S« (%) : C, 60.02 ; H, 5.08; N. 30 
34.66 

[0043] ##016 

1- (4--hD7i^/K -1H-1.2.3-MJT 
V-;K26.45g) . try^'y ( 14.40g) ftt/ 
T-b ( 5 5 0.1 ) WS^fc«BtL^*^^oa^ 
B? 7i-;HXf;l' ( 2 8. 5 0 g ) £*#T 1 5#ISI 
TiSTU:. jBTfcTft. KiSK^Sa-C 1 «6HH¥ L 
fc. «ETCS»*S*U «®U>tc»iEX^;K 4 0 
0.1) , fh7tKD77> (200.1) fc* (300 
■1) fciDxTtfi&U *»E£* (20 0.1) 40 
#!S* (2 00.1) T'WifcftfrU il*«ir?:/*x'7 

rot/n-fw^eM^s t . 4 - ( i h - 

1.2.3-MJT*/-A'-1— (AO 7x^*A'S 
KB? 7!^H^f/l- ( 3 9 . 6 8 g ) *%fy»3fc B B B fc 

IR$ 8 5% 

1 H-NMR (ds-DMSO) 8 : 7. 24-7. 49 
(5H. m) , 7.72 (2H ( d. J = 9Hz) . 7. 50 
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i 88(2H, d. J = 9Hz), 7.96(1H. s), 
8.76 (1H, s) . 10.53 ( 1 H. br) 
Tzm-ftftm : Ci 5 Hi 2 N4ChfcLT 
IWfi (%): C 64.28 ; H. 4.31; N, 
1 9.98 

HiBfi (%): C. 64.38 ; H. 4.32; N. 
20.02 

[0044]##flH|7 

4-7;M-o-ho'<.y-fe'y (70.6g) SrN.N-x 
^fvMvl'ATSF (490.1) (CgflFU IH-fh 
7/-)K3 5g) fc&K#y>A (70g) 5riDi 
"C* 7 5TrC9.5l$fait! ! F LJt. }ffft. EJEft£** 

(3ooo.i) am*. tfrajLfc@fc3rrjRU * (5 

0 0.1X3) TTfcrTtSt. l-(4-^fD7i- 
)V) -lH-fb7/-/l't2- (4--bD7i- 

(5oo.i) t*9;-n ( i o omi ) (ommictat 

tz. ftt>tltzm.Htmz%&m (»*. 1 2g) fc*S*JS 
fcS£3MFeCl3, 1.2g) £Joi.. 75t:fcing*i, 
tz. *Satfcb H7x> • ( 7 0.1 ) £ 2^3 

WXtSTLfz. 6mS7 5X:Xim Liz 

ft. RJ6*£JMPU m&Llz. ?Stt£#tt£»l£x?- 

>v( i o o.i x 2 ) -c-a^L^. rsfcaste^b-wa 
ft#e*( loo.i. 5o.ix2) -ca^st. 1- 

(4-7S77i-;l') - 1 H-f-h5y-/l-i: 2- 
(4-7S77x-/K -2H-Th9/-;P^tf» 

( 2 0 0.1 ) t««T ( 4 2 
g) £in*.. £STlttfL&a { *>?oo&&7xx/ix 
Xt-)V ( 5 0.I ) i 3 OTHSfcWTSSTL*:. STF&7 
ft, £J5?S£ 1 5#|g|jS#U WS®Sr#«Lfc. 

mzm&&*. ( i o o.i x 2 ) ximitz®. 

m.mmLfz. n^titzmmnzmm^i-tv ( 1 o o. 
i ) t >m yrot?*x-?* ( i o o.i ) ^ani.T* 

SU:. WffiUrtS&^riRU »&xf-/l—s;>f yr 
Dt/H-fA- ( 1 : 1 , 1 0 0.1 . 5 0.1 ) T*ffifr L 
fc. #^<:IS B a B K:7 i h7hKD7vy (4 0 0.1) £ 

tux. w&immzitrz. *s?«$r^S2oog^r« 

E«U8U gfRxf;Hy>fy7oe;H-f;l' ( 1 : 
1. 2 0 0.1) lrJni.TSScSL/i. ffiajLfct&flilriFJR 
BHRxf-^-^M y7Dt/H-f^ (1:1. 1 
0 0.1. 5 0.1) Tift&U:. *ff|g B |fil^*$^t2 
®mVMi-k. 4- ( lH-fh?/-^-!-^^) 
7 x xrt^rtoKS KB? 7x-n'XXf^ ( 3 9 g ) # 

m&s&t LTftctitz. *&ummT&tz{t£Q>> 
tmut¥m&mff-®.Ltz. 

[0 04 5] ##M8 

p-xhnrxyy ( 1 38g) 2r Chcistry of Hete 
rocyclic Co.pounds 2 l5g, 1 2 57H. 198 5^F 
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/io - 1 H-fh 5V-iW=»v>fc. *,&£f§m-ti>.r o >i ) izmmi. * < 1 o o «i x 3 > . 
k^<fh5tKD77> (28ooii) tc6ox:tini (100 «i) T'«ifctfci*&. HJ^A-cie 



*. 1 9g) ZMitz. Ht^fi^Hj^lS^fcSa Qt;H-f/K3 : 1. 2 4 ■!) frjni.. ISaMS? 



g) £3 0#f3TSrFU:. STFITra, 2.5«faji ^- P -7x^l/yyTS > ( 1 5g) 4<K6ft$AJ: L 

-frM 1400«1) Ta^L^:. S^fc 'H-NMR (CDC la) 8: 3.29 (2H.br 
T. fiMW8S* ( 1 500ilX2) T-a^-f-St 1- 10 s), 4.51 (4H, s),6.57 (2H. d. J=8. 

(4-T5/7x-7l^) -1 H-xh^V-^S-ttfS 4Hz),6.64 (2H, d, J=8.4Hz) ,7.1 

ittftteftfc. «Ct'Jy>(95g) ital. « 8-7.34 ( 1 OH, ■) . 

frL&tf^ *&~r\ ?OQ^87x-;l'XXf^ ( 1 [0048] ##011 1 

88g) -Sr 1 54Ha?S6TU:. STFI^T^ ^STl N,N-^^-p-7i-Vyy7S^ (15«). 

l$faSJ*U ftWAJS* ( 1 500.1) &tolti. jN'MFRx**^ 5.5 «1 ) BX/Ti'itl' h \) *7A 

mz#mi. * ( 1 5 o oil x 2 ) wua, «e (4«) ^s^sk ( 4 o .1 ) j-s&t 1 o#iaa> 

TC}88£®*Lfc. BSfcfci'M yrutVPx— f/P ItTSTFL*:. S*»aTr\ £iaT5#ltl«J¥L*:fc. 

(2000.1) SrJoxTfltftU *faiL^ISS?:r]R-r 9 0XX'4B*[§IMMgfl : U:. MS£-C#S]8L RJ5?« 

£fc, 4- (lH-fh7/-/P-l-f^) 7i-;P fc*(50 .1) i 6N < 1 8 .1) fcjll*, 

*MSKi 7x-;UAf/M23 0.9g)*l 20 S^KEilBhr h l)?A ( 2 g) <9* ( 8. 4 .1 ) igfc 

tf-SLfc. rou * ( 1 2 o .1 ) „ *J4 yrotr^x-f >v ( 3 

[0046] ##019 0 .1) -CftfrU «ff£jgL*:. f#*>il*:£fe»*£ 

p-- hor-yy do?) «on.n-^^*/pat x^y-/K350 .1) -^y-zp ( 10 .i) -th 

5H (50 .1) SSfcOS'WoSK (49.5 g) F(l .1 ) (D&^^BI&fBrS fc 1 ~(4 - (N,N-~>' 

fcScBWr'J'XM 22 g) SrjDX. 16 0"CT3 2^ia ^y^T S J ) 7x-/H- 1H— fh5V-^K 1 

jMHBFW:. KJS«££3fc:#iPSL **(2O0i 2.4 g) #*fe9/Uittftfc UHWc. 

1) »gXf;K30 0 .1) TttfflLfc. 1 H-NMR (C DC 1 3 ) d: 4 . 74 (4H, s) . 

£«Uf ( 3 0 0 .1x 3) . (300 6.82 (2H,d,J=9.2Hz). 7.23-7.4 

■l) Tij»L. **iai*hy*A-ewiLfc. mm 30 3 (12H. ■) , 8. so (ih, S ) . 

«ETS£ LxnhtyJ&58Wz<^*y> (10 0. [0049] ##0| 1 2 

1) fcvWTotr/PX-x/Ml 00 .1) irHai. ± l-(4- (N,M-yXyy>7Sy) 7x^)-lH- 

ttzte&ZF&ltz. tSSSr^ V7n^x-f^ fh^V-zl' ( 3 0«g) ( 1 il) igjftfc 

(50 .1) «ESe«-tSfcN,N-^> 10Zvn-7^A^« (50 mg) t 6NJg&*i&?S ( 0. 

=J)V-v~- hnr-'J > ( 1 9 g) tfftfiiiAJ: LT 0 l 5 .1 ) £»tf. % ***B»T* MaT'5«rSJ«f 

ftA>*i*:. Lfc. Rfcfcfcl^U mtif&mtz* (1 il) Sr 

'H-NMR (CDC 13) $: 4.76 (4H ( s), flOX. 1 H*l^ h !J ( 0. 1 1 ■ 

6.70 (2H. d, J = 9.2Hz) . 7.81-7.4 1 ) ZWTUz. Bt&X^/M 1 0 -1 ) TH&aiU 

1 (10H. a) . 8.07 (2H. d. J=9.2H ftXrWRJI ( 2 0 >1 x 3 ) TtffcfrU: 

z). 40 ^ **KK^hU«7ATl£«IL^. S«^«Ei8irr 

[0047] ##0U 0 Si:. 1- (4-7Sy7x^)-lH-fh7/- 

N,N-yXyy;P-p-^fD7X'J >(18«)W ;K 1 1 .g) #£fe8)*fc LT^4>ii^. #,Bni## 

y-;Kl20 iDMW (2.2 g) iigfl^S WltUfcl- (4-7S77x^) -lH-xh? 

3(0.55g) Srini 3 04HfflinSSBSLfc. SJ5 y-^fcfc^¥^®#-&Lfc. 

aiCtH^y^-*^ (27.4 .1) frSSTF. IB* [0050]##f«13 

fSWtTSTFU:^ 24^ISMSiji»£U>:„ l-(4- (N.N-^Xy^UTS y ) 7x-,u)-iH- 

^S^-C^L. ?Stt^(2.2 g) fcigfl3fSZ& (0. fh7'/-;K2 g) O^^y-^-THF (2 : 1. 3 

5 5 g) £ML. WtXl 0^-SScSUc. t K7y>- 0 -I ) WMIZI OVUW&Bm ( 0. 5g) t 6NJS 
( 2 7 . 4 .1 ) SrSSTF. 1 B^fSJ^tTST IK ( 1 .1 ) $-iDi . **#fflmT. 5 



fflLTSWt. *S*lS^3Rl.8gi:iStt^ (» 



SWL^%, b K5^y • (18 0 



(29 

55 

H, dd, J = 6.4Hz, 4.6Hz). 4.75(1 
H. d. J = 14Hz), 4.8 8 (1H. s), 4.8 
9(1H, d, J = 14Hz), 6.69-6.80 (2 
H. m), 7.33-7.45 (1H. m), 7.76 

(1H. s) , 7.93 (1H, s) 

[OO541HM5012 

(2R. 3S) -2- (2,4-y'7WD7i^K 
-3-*+fr-2- ( 1H- 1,2,4 -h *)TV-)V- 

\-4>V) *+)V**isyy (lO.Og) Srx^y- 
/KlOOil) MMfU ZtHZTfyTbyJVrv 10 
^i/F ( 1 7.0g) . <fcVvC2,2-vXh*^x?- 
/its. y ( l o 6 g ) fcirai. . Ttvdyfffl&T. 4 o 

uaasnaaisiu:. mm.v2.2- 

g^xf-;i/ (2oo«i/ izmm u ztiizfrzmistctf 
t> 1 n -*gNk:>- f »j>7a»s ( 6 5ii ) tmum*. 

( 6 5il ) frl,&&igm£tol , SiST' 1 B?ffSMJtL 
fc. ^tfcSjgftSrrBIIU »B6xf-;K 5 Oil ) T-ft 

«^iN-isig(i5o«i)-cttaiL^.jgsyi^*?s 20 

Tfc 1 N-Tjdg^M^^AJgffi ( 1 5 Oil ) T+»L 
£8L BfSxf-^ ( 3 0 Oil ) -CttBSLfc. BBx** 

mtrntttm. ( 1 ooii> T&frU:&. **«tsr7 

5r^'J^y;^o-7h^77 4- [^'J^y^5 0 0 

g. mtam ir±h>:«*-9-y=i ■. 2) ] tcfttx 

8S-f£fc. (2R. 3R) -3- (2,2-^'xhdf 
ylfyP) T $ 7 - 2 - (2,4-y'7Wo7i- 
)V) -\ - ( 1H- 1,2.4 -MJTV-Jk-l—f 
-2-^y-;Ki2.4g)*Wfe«M«?jfc 30 

JR$ 81% 
[OO55]H»0"|3 

(2R. 3S) -2- (2-7Wn7i-;K -3- 
^^-2- (lH-l,2,4-h'JTV-;l'-l--f 
^fW^fy^y ( 1 0.0 g) Sri -7D/V- 
/Ml OOil) tciSJBU -TfUcf-rJ-y-f 1*74 V7o 
( 183g) . 

^TSy (1 14 g) SrSDi. gStmSTF. 24KHS&D 
laj^Uc. SJCSiSr^^ S«aV'2,2-vXh 40 
^xX^T5>SraffTfc:SiL^. «©fcSr»«x 
(20 0.1) tc&JBU ^WCA^S^*^ 1 N 
-*m#.T h V VJ»mi«. ( 6 5.1 ) fcfi&W&JS* ( 6 5 
■1) *>£>j££E?3E£-2in;t.. SST-li§ig«H¥U:. £t 

in-jss? (20 oil. 1 ooii) xmibifz. &mm 

2r^fc-«i-T*^T(C 2 N -*&fl^- h 'J 1J>mi8. ( 1 5 
Oil ) ■DWdLfcSL »Kxf-/P ( 2 0 Oil , 1 0 Om 
1 ) TttlBU:. Ifgx^/Wf Sr£;b-t*-C 1 N 50 
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i-bV^mfBL ( 1 OOil) . teWAJS* (lOOil) 

&ETT®m®HtZ>t. (2R, 3R) -3- 
(2,2-ylF^ylf;K 7$/-2- (2-7/U 
^D7x3) -1- ( l H-i ,2,4-M;Ty->^ 
-l-4•/^) -2-7-^y-;Ki3.6g)A»'life?iS 

JR$ 87% 

'H-NMR (CDCla) 5:0.92 (3H. d. J 
= 6.6Hz), 1.0-1,2(1H, br). 1.23 
(6H, t, J = 7Hz), 2.67 (1H, dd, J = 
12Hz. 4.6Hz). 2.95 (1H. dd. J = 1 
2Hz, 6.4Hz), 3. 14 (1H, q, J = 6. 6 
Hz), 3.49-3.80 (4H,m), 4.56(1 
H. dd, J = 6.4Hz, 4.6Hz) . 4.79 (1 
H, d, J = 14Hz), 4.84 (1H, s), 4.9 
4(1 H. d, J=14Hz), 6.93-7.45(4 

H, m) , 7.76 (1H. s), 7.89<1H. s) 

[ o o 5 6 ] mm* 

(2R. 3R)-3- (2,2-yXh^yIf/P)7 
S/-2- (2. 4-y'7WD7i-;H -1- (1 
H-1.2.4-HJTV— JP-1-' t*) -2-79 J 
-;K0.64g) Srx^y-;K6.4Bl) £}gJ»U 
4- (2,2,3,3-fh57MD7D^y) 7x 
HS? 7x^uxf^ ( 1 . 1 3 g ) fc e 
'Jy>(0.14il) SrtoxTlS^MfejlBSU.:. 
R£«£#8J&. «ETTigJ8L^. Se^jtcPKxf- 
;K3 0il) fc*(30il) £im;c.-C#JSU »&xf- 
1 o%'j y&*mm (30ii). ( 3 

o.i ) x-mmftLfz®. m*&.8??r*zs<>j*T$M 

?n7|«/77^- (»JiJ«[ : »|HWMfy= 

2/1 ) tcftLT^ML^ft, >M y7ntjH-f* 
*>A»WISa-r&t, l-(2,2-yxKyiW 
-1- [ ( 1R. 2R)-2-( 2,4-y'7^D7 
x-/U) -2-tKDJfy- 1 -^^-;U-3- ( 1 H- 

I, 2, 4-vyrv—tv-\-4iv) T'otr/io -3 

- [4- ( 2.2.3,3-f-h5y7M-D7*Utf*>') 
7i-;H (0.72g) *%fe»3SatL-C^ 

JR^ 6 9% 

M£ 148-150X3 

7C*fr&Hi CzsHssFsNsOstLT 

ft3lfi(%) : C, 53.08 ; H, 5.25; N, 

11.05 

*»«(%) :C, 53,14 ; H. 5.09; N, 
11.14 

'H-NMR (CDCU) J : 1.05 (1.2H, d, 
J = 7.2Hz). 1.21 (1.8H. d. J = 6.8H 
z), 1.28-1.37 (6H, m), 3.48-4.0 
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2 (6.6H, m) . 4.26-4.54 (3H, m) . f;Kl2.2g) SrflD*. 1 1 OT^lSHafnf&iStf 

4.71 (0.6H, m) . 4.93-5.00 <1H, Lfc. KJ5»£#2«£. BttSx^f/M 2 0 0 il ) T'«S? 

m) , 5.21-5.42 (1.2H, m) .6.06 (1 U ##S* ( 2 2 Oil X 2 ) TifcfrU:. StffiXf-;l^ 

H, tt. J = 53Hz. 5.0Hz), 6.69-6. Jf£ 0. 5 N-SK ( 1 5 Oil ) . ( 1 5 0» 

9 3 (4H. m) , 7.2 5-7.4 2 (2.6 H. m) . 1) . 0 . 5 N -*8Efc:r r 'J *? ASiS ( 1 50X2i 
7.49-7.79 (2. 4H, hi), 8. 24 (0.6 1). ?fc&S* ( 15 0-1) „ ISf&ftJS* ( 1 5 0 ml ) 

H, s). 8.43 (0.6H, br). 8.69(0.4 TJT^^L^a. «t*«gr7^^A"CiaSUc. 

h. s) WETx-mmtftzit:®. mnmthmx.+jn,tss<t 

10 0 5 7] H»0!5 VTot;l^x-T;KOS«*^Ht£f B -rs t . 1 - 
1- (2,2-^'Xh^rxX^) -1- [ ( 1R. 2 10 ( 2. 2-^Xhdf^x^P) - 1 - [ ( 1 R. 2R) 
R) -2- (2,4-y'7Wn7i-;H -2-bK -2- (2-7^D7i^H - 2-hKoJfy-l 
0^y-l-W-3-(lH-l, 2. 4-HJT -^/P- 3- ( 1 H - 1 , 2, 4 - h U TV-lV- 1 - 

-3- [4- (2,2, -Ol-) Totrt,] -3- [4- (2,2,3,3-fh7 

3.3- rh57^D7*n,-K^v) 7i-^] *7VT 7;Wn7n,^^) 7i-*] «7VT (13.0g) 

( 0. 6 3 g ) ( 2 5il ) b* ( 5.1 ) *> tfasfetfcfefii: LTilUt*:. £iS8U 8 

t>%zmnz%mi. ztuziti-mi u a i) an mm^v^y^a^h^yy ^~ mtam-.mm^. 

5ox:T24i^faiijf ttz. zjmzftim. in T->v/^+ry=\/\ ) fc#LTtt»utft» s>-ry 

-*Rfc-*- h y ■? Ajgiff ( 1 .1 ) ?r Jni. . jSEETCSM 7n t;Px-x/l^?a£«P a -r6 1 . xie^^BJ ( 1 . 

Lfz . SfSfljfcRKx^/p ( 4 0.1 ) t * ( 4 0«1 ) £ 8 g ) #£fyB5fc&fc LTH^fut . 

nix^mi. mm^i-^mi*. (40m\) ^mttis 20 ^ihr* 6 8% 

*<4 0.1)T-*UfciSfcfrU:fc. MdOre^^^A H£ 13 3-1 3 4t; 

TiiagL^. «ETTiS«i£re*L^», «®!ft5r^'J 7n$#tffi C 28 H3« FsNsOsfc LT 

^y^^D-7h^57>f- (*aj«:l«ftx^/^ ftStt <%): C. 54.63 ; H. 5.57; N, 
^=2/1 ) tcWLTSSJL^ BtKx^t 11.38 

VTnt;PX-T;UOSjK*^^£ B a B -rSt. 1- Hffl« (%) : C, 5 4 , 5 3 ; H. 5.49; N, 

[(1R, 2R)-2-(2.4-y7/^D7x- 11.41 

/!-) - 2-t Hodfv-1-^^-3- (1H-1, 1 H — NMR ( C DC 1 3 ) 8 : 1.05 (1.2H, d, 

2.4- h'Jrv r -;P-l--f^) TotT;P] -3- J = 7.4Hz), 1.2 1 ( 1.8H, d, J = 6.6H 
[4- (2,2,3,3-f l-77^o7D^y) y z), 1.28-1.37 (6H, m), 3.50-4.0 
i-*] -2 (1H.3H) ->f 5^Voy (0.40 30 5 ( 6. 6 H. m ) , 4 . 3 2 ( 2 H, t , J = 1 2H 
g) #*&Btfi8,kLXne>tlK:. z). 4. 37(0. 4 H. d, J = 14Hz). 4.5 

74% 5(0. 6H, d, J = 14Hz), 4.71 (0.6 

1 H — NMR (CDC 1 3) * : 1.20 (3 H. d, J H, m), 4. 96-5. 10(1. 4H. m), 5.31 

= 7Hz), 4.20 ( 1H. d, J = 14Hz). 4. -5.50(0.8H, m), 6.07 ( 1H. tt. J 

38(2H, t, J = 12Hz), 4.95(1H, =53Hz, 5.0Hz), 6. 8 6-7. 0 6 ( 4 H, 

q, J = 7Hz) ,5.10 (1H, d, J = 14H m), 7. 15-7. 42(3. 4H, m), 7.54- 

z),5.5 0-5.75(lH, br), 6.07(1 7.66 (1.8H, m), 7.76(0.8H, s), 

H, tt, J = 53Hz. 5Hz), 6.60 (1H, 8.23 (0.6H, s). 8.43 (0.6H, br), 

d, J = 3Hz). 6.73 <1H, d. J = 3Hz), 8. 70(0. 4 H, s) 
6.74-6.84 (2H, m) , 7.02 (2H, d. 40 [ 0 0 5 9 ] Hifc{*!7 

J = 9Hz),7.4 3-7.56(lH, m).7.59 1- (2,2-x'xhJfi/if^) -1- [ ( 1R, 2 

(2H, d, J = 9Hz) ,7.73 ( 1 H, s) ,7.8 R) -2- (2-7;^D7i-/H -2-th'D^ 

6 (1H, s) -l-^f-^-3- ( 1H-1.2.4-HJ7V-A'- 

[0 0 58] ^£016 \-4)V) TotT^] -3- [4- (2, 2,3.3 -f 

(2R, 3R) -3- (2,2-^xhdfyX^) T h77^o7oAy ) 7x3] ( 1 2. 8 

S/-2- (2-7/^D7x-;k) - 1- ( 1H- g) **9;->V ( 1 30-1) fc&ftf L« *#<>*t£}§?8 

i. 2,4-Miry-*-i ->f;p) t:2N-jgi${io4ii) ^ao*. 2^jDfa§«L 

(1 3.0g) f^W^i/H (40il) fc» fc. RiEillfciSiPgL |8eB£*£-r MJ -7A (17.5 

8IU #£>*U:i8?8£4 - ( 2.2,3, 3-xh77/U g) 2riD;t. METTT^BL^r. S®8j(c»Kxf-;W 
*o7-n^y) 7xX;l^/PA$KK 7xxypxx 50 ( 2 0 0»1 ) t* ( 2 0 Oil ) ZtolXtoWLL* Bt#x 
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dooii). mttsm*. ( i o o«i ) tjb 

TT88£g*L*:flL ESftlrftKx^i: >M y 7 
Dt/ioc^;p*>8B^6lH$*f *fc 1-[(1R, 

2R) -2- (2-7;M"o:7xX;P) -2-tKu* 
y-l-*f-A—3- (1H-1,2.4-H;r/-* 
Tnt;H -3-[4-(2.2.3.3- 
T^h^^/^nro^y) -2 (1H.3 

H) -4 sr/ny ( 9. 8 5 g ) LT 
fttytit:. 10 
IR* 9 1% 

7C*#$ffi C 2 4 H22 Fs Ns O3 1 LT 

ft»« (%): C, 55.07 ; H, 4.24; N, 

1 3.38 

(%) : C 54.98 : H. 4.03 : N, 
13.55 

1 H-NMR (CDCls)*:1.20(3H. d. J 
= 7Hz), 4.21 (1H, d, J = 14Hz). 4. 
3 7 (2H. t. J=12Hz) . 5.03 (1H, 
q, J = 7Hz), 5.15 (1H, d, J=14H 20 
z), 5.42(1H, br), 6.07 (1H. tt, 
J = 53Hz, 4.8Hz ) . 6.5 9 (1H. d, J = 
3.2Hz). 6.76(1H. d, J = 3.2Hz). 
6.97-7.07 (2H. m), 7.01 (2H, d, 
J = 9Hz). 7.17-7.29 (1H, m) , 7.4 
3-7.51 (1H, m), 7. 59 (2H. d, J = 9 
Hz). 7.72(1H. s). 7.81 (1H, s) 

[0060J m&m 

(2R. 3R) —3 — (2. 2-y'xhJfyXf;K 7 
S/-2- (2,4-y'7;^D7x-^) -1- (1 30 
H-\,2,4-YVTV-H>-l-<i>V) -2-79 J 
-)V (188ig) RV4- ( 1H-1.2.3-MJ7V 
—)V-\-' ifr) 7i-/W;W^S 7i-ynx 
x/l- ( 1 3 7ig) Jy7f^*;^r$ H ( 2.1) fcflD 

r;^y#BB^T. fl»ft^*^i iott2b*is 

Jffi&U:. * ( 2 0.1 ) fciiAU » 

gx^/P ( 2 0.1 . 15-1x2) TflKtS Lfc. ttttiSSr 
£*rli\ * ( 3 Oil ) ^Tfi&fttfcig* ( 3 0.1 ) Tift 
it»U |fc*|ffl|v^*i^AT«atSL «ffTT»«£ 

- (SajflS : BI«x-M,/'v*^>= 3/ 1 -»»g!xf- 
/P) fcttLTlSK-r&fc. 1- (2,2-yiKyl 
-1- [ ( 1R. 2R) -2- (2.4-v7^ 
*D7i-/H - 2 -t h'D^-i/- 1 -*+)V- 3 - 
( 1H- 1.2,4 -hOTY-JV-l-^JU) 70t 
)V] -3- [4- ( 1H- 1.2,3 -MJ7V-/P-1 
-4/W) 7i-;H VUT ( 2 6 2«g) W&m*t L 

m 94% 

7C3S##rfi C27H32F 2 N 8 04tLT 50 



H. 5.6 5 ; N. 



H. 5.76 



N. 
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tf«e (%) : C 56.83 : 
1 9.64 

mmm(%) : c, 56.7 1 : 

19.44 

'H-NMR (CDC la) 8 : 1.0 7 (1.2H. d. 
J = 7.0Hz). 1.23 (1.8H. d. J = 7. OH 
z). 1.34 (6H. t. J = 7.0Hz).3.51- 
4.07 (7H, m).4.39(0.4H. d. J = 14 
Hz). 4.54 (0.6H. d. J = 14Hz). 4. 
74 (0.6H. m) , 4.94-5.01 (1H. m) . 
5.24-5.41 (1.4H. m) , 6.72-6.82 
(2H. m), 7.37-7.84 (8.2H. m). 7. 
95(0.6H. s), 8.24 (0.4H, s). 8.7 
5 (0.4H. br) , 9.05 (0.4H. s) 
[OO6 1]#3fc0»9 

1- (2,2-ylh^fyXf/H -1- [ ( 1R. 2 
R) -2- (2,4-y'7Wo7i^) - 2 - 1 F 
a^i^-l-^f-^-3- ( 1H- 1.2.4- hUTV 

rotf;|/] - 3-[4-(lH-l. 
2,3-MJ7Y-*-l-'(JW 7i-;P] <7U7 

(2 28«s) £^?./-;M2.4il) tcSIBU 2N 
£K(2.4il) ?rini.6 0TT4I^EIJ«!*Lfe. RJC 
fS£#i»&. 1 N*&fl:7 h 'J ^.McigiS ( 4 . 8 .1 ) 
T+ftLfc. SSETt^y-^ffifcU 
Kx^/P (20il, 10-1X2) Tttill L*:. tttUiflt*: 
£*>1i\ * ( 2 0-1 ) 2MXfi&fft&!S* ( 2 0«1 ) Tifcfr 

u *t*syr?^*v^ATiia!i8L «ETTig«*e 
mmimt^n^t^^ yTtitypx-t* 

OSSW^tefBfli-r&t. 1-[(1R. 2R)-2- 
(2,4-y'7WD7i^H -2-bHo^y-l 
-^^-3- ( 1H- 1.2.4 -hUTV-^-1 - 
4^) /Dt/H -3- [4- ( 1H-1.2.3-M) 
7V-/W- 1 — f A/) 7!-;H -2 ( 1H.3H) - 
4 SrVoy ( 1 6 l.g) #*fet»5fcr B fc LT4#^ 

<m 84% 

7c3t#*r« C23H2oF2N 8 0 2 i:LT 

ft«« (%): C. 57.74 ; H. 4.21; N. 

23.4 2 

H«fi(%) :C. 57.47 ; H. 4.25; N. 
23.48 

i H-NMR (CDC Is) d : 1 .22 (3H. d, J 
= 7Hz). 4.22(1H, d, J=14.4Hz). 
5.01 (1H. q. J = 7Hz), 5.12 (1H. 
d, J = 14.4Hz) . 5.49 (1H. br). 6. 
72-6.86 (4H. m) . 7.42-7.50 (1 
H.m), 7.75 (1H, s). 7.81-7.91 

(6H. m) , 8.02 ( 1 H. s) 

[OO6 2]HJfe0U 0 

(2R. 3R) -3- (2, 2-yXb^fyif^) 7 
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Sy-2- (2,4-y'7MQ7i-iH -1- (1 

H-i t 2.4-byry-/w-i-'f;p) -2-y?y 

-;K30g) £N,N-jy'y<?-;Mvki.Ti H (30 

Oil) tCjg#U *#£>*l£jgS(C4 - (1H-Th7/ 

1 --r/P) 7i-;W;W\'S 7i^i^ 
T^K 2 1.9 3 g) SrjDi. 8Or-C5^0A>#S-ff 
fc. RiSS£fc2JJ&, * < 300.1 ) fciiAU BH*x 

< 3 0 Oil x 2 ) Tttiaj Lfc. BM&x?-;W«£* 
( 2 0 0.1 X 3 ) TmLKIk. *E*KiT7^>"7A 

1- (2.2-^xh*^x?-/l0 -1- [ (1 
R, 2R) -2- (2,4-^7^07!^) -2 
-hHD^i/-l->f;l.-3- ( lH-1.2,4-h 

ury-;p-i— ' f^> Tti^] -3- [4- ( ih 

-rh^y-^-l-^/P) 7i-;H ^ur (3 5. 

7 g > ixntztifi:. mammm 

m : w&z.+)v/^*v>= 3/ 1 -mw.ju+)V) t# 
lt»su:8l ^vrpe;px-x;p*^i«£a-r 20 

£ t . ±!Efc£%4 g#Stfe»5fclli: LT^^n/c. 
&fMK* 39.7g(JR* 89%) 

180-182X; 
7im#9im C 2 6H3iF 2 N 9 04i:LT 

(%) : C, 54.63 ; H. 5.47; N, 
22.05 

H»ii(%) :C. 54,58; H, 5.37; N. 
2 1.61 

'H-NMR (CDC Is) * : 1.08 (1.5H. d. 
J = 7Hz) , 1.24 ( 1.5H, d, J = 7Hz) , 30 
1.31-1.38 (6H, m) , 3. 5 0-4 .06(7H, 
■). 4.39 (0.5H, d. J=14Hz), 4.59 
(0.5H. d. J = 14Hz), 4.76(0.5H, 
m), 4.9 3-5.08 (1.5H. m) , 5.25- 
5.48 (1H. m) , 6.73-6.83 (2H. m) , 
7.3 1-7.69 (5. 5H, m) , 7.79(0.5 
H, s), 7.82(0.5H, s). 8.24 (0.5 
H. s ) . 8.8 5 (0.5H, br) . 8.9 4 (0. 5 
H. s), 8.96(0.5H. s), 9.16 (0.5 
H. s) 40 
[0063] 10*0111 

1- (2,2-^'Xhdf^x^) -1- [ ( 1R. 2 
R) -2- (2,4-y'7;^D7i-rt') -2-tK 
T3*is-l-X1-H,-3- ( 1H-1,2,4-MJTV 
-)U-1-Jfr) TntfyP] -3- [4- (1H- fh 
5V-^-l— itV) 7i-;H VUT (39g) *X 
^y-;K34 2ii) tcJg«L. #^fcj§fftt2N- 
iSBM3 4 2il) £flD£, 5 0-5 5X;T'l 7^f©*^ 
mt:. ZUmZftmk. 2 N — NaOH (34 2il) 
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yK400i!)t*(400il) £2m;tT#«U »K 
x?-;l/Jl£* ( 2 0 0ml ) . ( 2 0 Oil) T 

ffTTi§«£®*U:fc. £©8j£B«xf-/PfciM y 
TDtT;i,x-x;KOSS[*^fflSfi-tSt. 1- [ (1 
R. 2R) -2- (2,4-y'7^D7i-;P) -2 
-t Kn*^-l->^;l/-3- (lH-l,2.4-h 

yry— f*> 7ow] -3- [4 - ( ih 

-T-YvY-fr-l-JlV) 7x-7W] - 2- ( IH. 

3H) ->fs/yny (28. 6g) vmmx&tL 

Xftt>tifz. 

mm 87% 

7U*#ffi« C 22 Hi 9 F 2 N 9 0 2 iU: 
Wtm. {%) : C. 55.1 1 ; H, 3.99; N, 
26.29 

Hfflfi (%): C, 54,7 2 ; H, 4,04; N, 
26.05 

'H-NMR (CDC Is) & : 1.22 (3H, d, J 
= 7Hz). 4.22(1H. d, J=14Hz), 5. 
0 3 ( IH, q. J = 7Hz). 5.1 3 (IH. d. 
J=14Hz). 5.4 5 (IH, br). 6.74- 
6.88 (4H, m). 7. 42-7. 54 (IH. m). 
7.76 (IH, s), 7.82(2H. d, J = 9H 
z), 7. 86(1 H, s). 7.96 (2H, d. J = 
9Hz) , 9.06 ( IH. s ) 

[0 0 64 ] mm \ 2 

(2R. 3S) -2- (2,4-iS7)V*viyx.-)V) - 

3-^^-2- ( iH-i.2,4-M;ry-^-i 

-4lV) t^VttisvV (3 0g) . 1 -Txmj-A> 
OOOiD.f^VfHy-iyrD^yK (5 1 
g) .t3£V2-T$SX.?S-t\, ( 1 09. 4g) (DUG 
tot. 7 .5#fffiffil%WL>MfcLt:. 

m*. istif;K5ooii) zmtx. mnL%tf 

2N-*8Hfr?- h 'J »>^|&fttfeiS*}8ifl[ (9 8-1) 

zt>izmi&m. (i 9 5-1) ^juti o#iaa>£& 

r^>x-^H>tcJ:oT»Kx^ 
L/c. *HtB^x^ ( 4 0 0.1 ) £iD;t 

xm&x3immuctk. mmm^vrntTtv 

Kx^P (3 00ml ) SrfflV^T?A>(C2lllfifo^. 

mm^/^m^hitxmi^^ < 2 5 o«i ) -ra* 

Uc. Pigxf-yPSSrlN-JgK (22 5»1X2) TUl 

ajLfvr. i£m®*-&hitx*.<$TT2N-7iim{ti-hv 
*/A&»&ig* (230mi) ^irai.r r;^ uttt 

U »«xf-;U ( 3 0 0«1 x 2 ) L^r. gflfx 

ra*^ -rst. (2r, 3R)-2- 

(2,4-y'7^D7x-/P) -3- (2-hFo* 
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vx^) 7*5 1- (1H- 1,2, 4 — Ml TV- v^*^ATl£jtiL*:8L «ES*Lfc. 

/P- 1 ->f )V) - 2 -7?J-fr ( 3 4 . 2g) Kx^;Kcffi» L. «ffift8L*:SL RKx^ ( 6 

ttttfc LT^^iXJt. 6il) £Jni.&fc l-( ( 1R. 2R) -2- (2, 

'H-NMR (CDC Is) d: 0.92 (3H, d, J 4-y7Wn7i"/M 

-6.6Hz), 1.60-1.80 (2H, br) , 2. )V-3- ( 1H- 1 , 2,4- hVTV-fr- 1 — i )V) 

61-2.73 (1H, m) , 2.98-3.16 (2 Tof/W-1- -3-(4- 
H, m) . 3.65-3.71 (2H. m) , 4.81 ( 1 H—fh 1 — i>V) 7x-/W«>U7 

(1H. d, J = 14Hz) , 4.96 (1H, d. J (6.5 g) tfafete&fc lX&t>tlfc. *ifttt*i6fl 

= 14Hz), 4.77-4.99 (1H, br). 6. 1 3T1#£ftl^fcfoafc^T-**^&U:. 
70-6.80 (2H, m) , 7.36-7.48 ( 1 10 [ 0 0 6 7 ] HJfcPU 5 

H, m) , 7.78 ( 1 H, s) , 7.87 (1H, 1 -( ( 1 R, 2R) -2- ( 2, 4-y7^U7x- 
s) /I/) -2-t Kq*^-1-*?7W-3- ( 1H-1, 
[0065] HM5W13 2.4-Y»TV-A>-l-4>V) 7nt;W-l- (2 
(2R, 3R) -2- (2,4-y7/P*D7i-*) -hHodf^x^) -3-[4- ( lH-rh^Y-fr 
-3- (2-bKo^ri/X^) T57-1- (1H- - 1 ->f ;P) 7i-;P]>)l/7 (5.0 g) ^ N,N-y 

I. 2.4-MJTV-Jl'-1 — f*> -2-7?S-fl> ^^•JUT-t hTz. K (60 -1) kiRifA' (15 
(34. 2g) «lf;K6 0 0m 1 ) ig?RK4 - .1) cOBiKfciSJSU gSSvSTNSffrr*^ (0. 
( lH-xh7V-;P-l— f/U) 7i^*;W\'Sh' 6 7 il)<0»g!x^ (15 ■!) i8?8t£ 7 5 #fS 

K 7i-/Px^f^ ( 2 3. 7g) fc r yx^TS y *>{fCSrFLJt. SJS»£ 24*C ~C 4 l$iaJ9ff L£ 
( 1 7. 6m 1 ) Ztaz., i)^W.^xi) i h9 0»mm 20 ft. F**B£ 1 0 - 12X: fc#oT, MJx^TS 

SiSUt. *)$TT-2i^S*^a^fc. Witt y (8.98«1) * 1 0 $Haa»ttTi8TL*:. iBT 

L^lgSSrzFlRL. BHgxf-^ (50ml) T&ftik. #7&. £ST 1 . 5151388* LfcSL 

4 0"CT«E$ag-r&i:. 1-((1R, 2R)-2- (120 il) fcix£\ »»xf-;P (120.1) T 

(2,4->-*7;P3j-o7x^) -2-t Ko^y-i m&itz. mz*m&m$ixi-)\, (7o«d -d*aj 

3— (1H— 1.2.4 — MJ TV-A-- 1 - Lfc. B»xfvHl££*rti:T* (90-1) T 3 

4;P) rohVW- 1 - ( 2-h Fndf^xf-^) -3 Eifc&U **«^^*i^A-C98tiL*:SL «ES 

-(4- (V\-t-Y=7V->V-\-4)V) 7a-M>) 4Uc. mmiT*.h> (15 il) fcigJBU « 

t/T ( 3 7. 9g) A«fefe»*Sc LX%t>tvt^. *,P„« ffi8H8U:SL Blftx^ (25il) ZMtZt 1 

g^Sx^Sr^-TSte^Tftojt. -( ( 1R, 2R) -2- ( 2.4 -^UsTn^x- 
•H-NMR (dB-DMS0) 0.93, 1. 1 6 (3H. 30 A-) - 2-h Ho4fy- 1 3- ( 1 H- 1 . 

d, J = 7Hz) ; 3.47-4.09 (4.5H, m) ; 2,4- hVTY-JV- 1 TnttW-3-(4 

4.56 (1H, d, J = 14Hz) ; 4.91-5.0 - ( lH-fh7/-^- 1 -4/U) 7x^)-2- f 
3(1H, m); 5.30 (0.5H. q. J = 7H (3.7 g) fc LT4#£>ft 

z); 5.79, 6.12, 6.21 (2H. br); fc. 

6. 87-6. 96(1 H, m); 7. 13-7. 45(2 'H - NWt (CDC la) d : 1 . 08 ( 3H, d. J = 

H, m) ; 7.59-7.88 (5H, m) ; 8.21, 7 H z ) , 3. 74 -4 . 1 1 (4H, a).4.52 
8.32 (1H, s) ; 9.41,9.49 ( 1 H, s) ; (1H, d, J = 14 Hz) ,4.71 ( 1H, q, J = 

10.02.10.05 (1H. s)SMS(a/z) :50 7 Hz). 5.11 (1H, d. J = 14 Hz) . 5. 

0(Mr) 34 ( 1H. b r) , 6.73 - 6.84 ( 2H. 
[006 6] m&Ml4 40 ■), 7.3 6 - 7.4 9 ( 1H, ■) , 7.6 9 ( 2H, 

(2R, 3R) -2- (2,4-y7;Wo7i-;H d, J = 9 H z ) , 7. 7 7 (1H. s) , 7.81 

-3- (2-hKodf^x^) T$/-l- ( 1H- (2H. d. J = 9Hz) . 7.86 (1H. s).8.9 

I, 2,4-HJ7V-/l'-l-4/l') -2-y^y-;P 7 (1H. s). 
(6.6 g) !:N,N-y7f;^A7SK (132 [ 0 0 68 ] litem 6 

■1) ZtHz4- ( lH-T-h^V-^-l 1-((1R, 2R)-2-(2,4-y'7WD7i^ 

->f^) 7i-^^;U<S 7i-^XXf;l' /P) -2-hHn^fy-l-^f^-3- ( 1H-1. 

(4.7g) &mt. mmm.T5ox:x' 2.5 2, 4 - h 'J7/-;p- 1 ->f ;p> rnw - 1 - < 2 

ffLfc. RJ£?S£?S2J)&. * (1 60 il) fcix#\ -hKn+yXf/K -3-(4- (lH-rh^V-^ 

BB§xf-;l/ (120 il) T2 matUL^. iffltx - 1 -> f ;U) 7i^)->1/7 ( 2 3. 4 g) ON.N-v 
(160 ■!) T 5 iBlffiitU 50 ^r/Pr-t r7S H-»Kxf-;K 1 : 1, 24 0 ■ 
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1 ) JSSK** vigftD y ( 6 .1 ) cD»Kxf-;P ( 7 0 
■l)jg»£rt;B22 ~ 2 5KIT2. 5t¥SM1xm 

L*r& . MST 1 6 u*ISBi# Lfc . x^/wr 5 y 
(60 il) 5rrta-5 — 3x:v2^i)^xmr 

U SST3. S^BHWFUS. RJESfc** (300 

■I ) Irarji*. »Kx^;P ( 3 0 0 il x 2 ) -CttJiJ 

a. *&aj»£*(3oo »i) „ 5zyyie*«)flt(30 
oiix2). &mm&*m->-hv<>j**miei ooo 

■1 ) „ (300 -1) TiJfe^Lfc. *fflUffc 

mjtf££t??*i'VJ>kti5&m < 5 g) ^irai.. i o# io 

H^ftSt*, S^L*:. «ffiffi8LTt!*gi®%£»&x 
f/M50 «1) *»4»ISafbt. rUiLfc. #^>n^*6 
, b »^;-jK60 0 .1) *»&?St&ftU £BHtZ 

yy±4oxrciislSB£j!£ti>fci-( (ir. 2R) 

-2- (2.4-^*7;l'Jrn7x-;l') -2-tFo* 

^-1-^^-3- ( ih-i , 2,4-h'jry— ;p 

- 1 --f/P) rn»H-3-'{4- (lH-rb^V- 
/P- 1 — f;l/) 7i^/H-2H srVU^Vy ( 1 

1.1«) Ltmftfc. 
'H-NMR (CDC la) tf: 1.08 (3 H, d. J= 20 
7Hz) , 3.6 8-4.14 (4H, m) . 4.5 2 

<1H, d, J=14Hz). 4.71 (1H, q. J 
= 7Hz) ,5.12 (1H, d, J=14Hz), 5. 
34 ( 1H, br), 6. 74-6. 83 (2H, m), 
7.36- 7.48 (1H, m), 7.68 (2H, d, 
J = 9Hz). 7.77 (1H, s). 7.81 (2H, 
d, J=9Hz). 7.86 (1H, s), 8.96 

(1H. s) . 

7c£#$ffi: CzjHiiFzNsOii: Lf 

tt£« (%) : C.54.88; H.4.40; N.26. 1 30 
8. 

: C.54.80; H.4.41; N.26.1 

7. 

(fl)« !, =-6 0. 13 (c=1.0 1Z, MeOH) 
[OO6 9]H»0|17 

(2R, 3R) -3- T 
$7-2- (2,4-y7Wn7i-^) -1- ( 1H 
-\.2,A-YVTV-)V-\--ilV) -2-79 J- 
;K 0. 2 5g) fci^Xf-zMvl^TS K ( 2m 1 ) (c£| 
»U 8^1*8^:4-^ ha? x^MV^T-?--- 40 
h (0.1 lg) SriO*. SfflT'2l^StfL^. 

( 3 Om 1 ) tzm. BBex^/l, (30ml)t« 
EL*:. Bt&xf-/WI£* ( 3 Om 1 x 2 ) . mOM 
* ( 2 Om 1 ) TmHffiLKtk. &*flar?/*s"> 

*-*y=l/3-l/2) KMLTtiimt&t. 1- 
(2,2-yxbdf>-X^) -l-( ( 1R, 2R) - 
2- (2,4-i/7>V*Xl73.-lV) -2-th*Q*^ 
-1-^^-3- (1H-1,2.4-MJTV-/1'- 50 
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1 -A)V) 7nt;l-)-3- (4--ho7x-;l/) ^7 
VT ( 0. 2 9g) #$f$fet»*i: l/C&Mifc. 
i H-NMR (CDC Is) d : 1.07 (1.5H, d, 
J = 7Hz). 1.2 3 (1.5H, d. J=7Hz) . 
1.30-1.38 (6H. m) , 3.50-4.10 
(6.5H, m) . 4.36 (0.5H, d. J = 14H 
z). 4.53 (0. 5 H. d. J = 14Hz). 4.7 
2-4.77 (0.5H, m) . 4.91-5.01 (1 
H. m) . 5. 26-5. 42(2 H, m), 6.7 0- 
6.84 (2H,m), 7.31-7.64 (3. 5H. 
m), 7.78 (0.5H. s) , 7.81 (0.5H. 
s) , 8.16-8.23 (2. 5H, m) . 9.02 
(0. 5H, br), 9.37 (0.5H, s) . 
[0070]Httsm8 

1- (2, 2-iAXh^fv-X^) -1-((1R, 2 
R) -2- (2,4-y'7;k*D7x-^) -2-tH 
o*^-l -7-^-3- ( 1H-1.2.4-MJTV 
-^-1 --f/U) 7*Dtf/W-3- (4--hP7x- 
)V) «7W7 (0. 1 5g) **9J-)V (3m 1 ) fcJgJB 
U #^<tfc»?B[fclNJgK (2.8ml ) 2rJnx. 2B$ 
EBISBgff bt: . R)5?«(c*^TTm^S^ M) -7 A 
(0.24g) *flni.fc&. IB&x^/l, (4 0ml ) i:* 
(40ml) £Jn;lT#SIU:. *Bx*/Hf ( 3 
Oral), t&fa&S* (3 0m 1 ) X'lm&ftlt:®:. 

St, 1-((1R. 2R) -2- (2.4-v7yM-o 
7i-^) -2-tKD^fy- 1 -^f-yU-3- ( 1H 
-\,2.4-YVT s /-)V-l-4il>) 7DW-3 
- (4--bD7x-yl/) -2 ( 1H,3H) -A *VV 

oy (o. i lg) lx&wz. 

•H-NMR (C DC 1 3 ) d : 1.20 (3H, d, J 
= 7Hz), 4.19(1H, d, J=14Hz), 5. 

02 (1H, q, J = 7Hz), 5.11 (1H, d, 
J = 14Hz), 5. 41 (1H, br), 6.7 6- 
6.90(4H, m), 7. 41- 7. 53 (1H, m), 
7.76 (1H, s) , 7.82 (1H, s) , 7.94 
(2H, d, J=9.2Hz), 8.34 (2H, d, J 
= 9.2Hz) . 
[OO7 1]HJfc0!l9 

(2R. 3R)-3-(2,2-yXbafyif;H7 
57-2- (2,4-y'7Wn7i-;H -1- ( 1H 
-1.2.4-MJ7V— -4*) -2-?9J- 
*(8. 9g) *&*+frXMti*$rY ( 30m 1 ) fcig 

h (4.2g) zmt. saT2^ewBfUc. sum* 

**(200ml) fcj>»ts fm^>V (200ml) 
Tl*ajL^. »&X?-/H£* ( 2 0 Om I x 2 ) . ft 

( i o om i ) x-mmfrLtdk. mm&t? 
j>xw*tt:. mrx-mmgnuz®. m 

(1 3.7g) {.ZtfJ-lV (180ml ) JrJflX, 
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ztuz2vsm ( i i5mi) zmt. 3mam%m& 

mthVVA ( 1 9.3g) fcjDxTMERffiL*:. 
%(CPKxf-;P ( 2 0 0m 1 ) fc* ( 2 0 Om 1 ) 5:Jo 
i.T#i8U fitt£xir/Wi£* (200ml), 

m < i o om i ) •cma^L*:^ 

WfM n~7Y?774- (»{fJ« : »S*x^-/lV^ 
*-*>=2/l) KttLTttSt-Sfc. 1-((1R. 2 
R) -2- (2,4-^'7/M-o:7x-/P) -2-t F 
o^v-l-^f-/l^-3- ( 1H- 1,2.4- F'JTV 

(4--ho7x- 
;P)-2 (1H.3H) ->f ?^/DV (8.6g) frUfe 
»*t LT»fc*ufc. *JWil3fe0<l 

[OO72]Hii0i|2O 

l-( ( 1R, 2R) -2- (2,4-y7^Q7x- 
/l^) -2-t Fo=*i-- 1-^/1.-3- ( 1H-1, 
2.4-HJTV-rt'-l->fA') rot;H-3- (4 
-^hD7i-;k) -2 (1H,3H) ->f$rVoy 
( 1. 0«) SrBBft (15ml) fcjSJSU 1 OZ/t^s; 
?A-jSgfS ( 1 . Og) ZMt T*m$m$S.T. 4 0-4 
5Trt'7i$fSBt#Ut. HHSESrrESU MKaMrSSlK 

oomi) T-ifc^u r» t a»*£*>tf t «E«a 

?& : mmx.+M*&v-y= 9/ 1 -bbsx^) tft l 
t«sl^ »j8xf-^/5>seai-st. l- (4 

-TS/7i-;K - 3 -( ( 1 R , 2R) -2- (2. 
4-v7/M-07xX/I,) -2-t Fo*>— 1 
/P-3- (lB-1.2.4-hUT»/-*-l— f*) 

ynww-2— f s^yysw (o.4 8g) tmh 

tifz. 

1 H — NMR (CDCl3)5:1.06(3H. d, J 
= 7Hz) , 3.58-3.87 (6H, m) , 4.46 

( 1H, br) . 4.54 (1H, d, J = 14H 
z), 5.07 (1H, d. J=14Hz). 5.80 

(1H, br), 6.69-6.81 (4H, m), 7. 
31 (2H. d, J=9Hz). 7.35 -7.52 

(lH.m), 7.72 (1H, s), 7.92 (1H. 
s) . 

[0073] HM0I21 

1- (4-7$y7x-yP) -3-( ( 1R. 2R)- 

2- (2,4-y7WD7i-A') -2-t Fn*^ 
-l-^f-^-3- ( 1H-1.2.4-MJTV-A'- 

i-> f/i-) rot;H-2— f SWV&sy (l.o 

g) fc^A-Fr&xf-rt, (1.16ml) (nm&VHZTi; 
ft-fF'J^A (0.18g) . iW (2m I ) ZMl. 

ST'2 0#js#L*:t£. 7^^y#eKT. 80-8 5 
xrci . smtsm ufc. KJE&£ftai&. * ( 2m 

1 ) . 6NJSK(0.8 5ml ) tmKMt. »»T2 5 



ZSfiBtf- F U «7A*i§?8 (0.3ml) £flO;t*:t£. * 
#U:. *fJfJJ£f B ?rrJRL. *a ( 2 Om 1 ) WrGL 
x^y-^*^BISB B B -rst. 1-((1R, 2R)- 
2- (2,4-y'7;W07i-;l') -2-tFD^fi^ 
-l-^f-;k-3- ( 1H- 1.2,4 -F VTV-fr- 
l->f^) 7"ne;H-3-(4- (1H— fF5V-/P 
7xX/lO-2— fSrVUyVy (0.6 
2g) #irty&*,&fcLT#Wc. 
l H — NMR (CDC h) S: 1 . 08 (3H, d, J = 
10 7Hz) , 3.70-4. 1 5 (4H, m) , 4.52 
(1H, d. J=14Hz), 4.71 (1H, q, J 
= 7Hz), 5.12 (1H, d, J=14Hz), 5. 
35(1H, br),6.74-6.85(2H, m), 
7.36- 7.49 ( 1H. m) , 7.68 (2H. 
d, J = 9Hz). 7.77 (1H. s). 7.82 (2 

H, d, J = 9Hz), 7.85 (1H. s), 8.96 
(1H. s) . 

[0074] Hifc0|22 

1-((1R, 2R)-2- (2,4-y'7;Ko7x- 
20 fr) -2-tFo^fy-l->f-^-3- ( 1H-1. 

2.4-FUrv-;w-i--f^) roew-i- (2 

- 1 Fn^f i^x^/U) - 3 - (4 - ( 1 H— r F 5 V— 

- 1 ->f JU) 7x-;W>)l/7 ( 0. 5g) CON.N-^^- 
/|/*A<AT$ F ( 5m 1 ) mmtZ&1L1~*-A> (0.0 
9ml)^jDi.T. 5 0XTC3 04HBW>&»tf;fc. £ 

U * ( 2 Om l ) tA»tT»Kx^ ( 2 
Om l x 2 ) TttittLfc. BtBfx?7t-«?r*ifc ( 1 5 
Om 1 x 3 ) U (NgSOi ) affTTS««r® 
*L^.SS«»$-^'J*y^^nvF^77-f- (8* 
30 fc:»Kx^/l~»8x^/T-fe F > = 1 / 1 ) fctt L 

1-(2-?ddiW-1-((1R, 2R) -2 

- (2,4-y'7;WD7x^) -2-hh'o^- 
l-jt*>l>-3- (lH-l,2.4-F'JrV-^-l 
-47P) rot/W-3-(4- ( lH-rF^y-^- 

1-4/10 7x-^)>)l/7 (0. 2 2g) tf&fet&SfcFB 
t LTi§£>*l*:. 
SIMS («/z) : 5 18 ( MH* ) 
[0075] HM5CT23 
40 (2R, 3R)-2- (2,4-y'7;WD7x-;l') 
-3- (2-tHP*i/Xf;k) T5/-1 - ( 1H- 

I. 2. 4 -MIT*/-*- 1-4*) -2-79 J -)V 
( 1 0. Og) rWf^xmxH ( 5 Om l ) fcgf 

fSU #4>ft£S&8fc4-xFo7xx;MyvTT- 
F (5.2 5g) SrJni.. SiS-Cl KHSStffU:. KJCift 

5:** (200ml) fcj>li\ Bflgp:^ (200m 
1 ) -Cttai L£r. BtKxf-;H?r* ( 2 0 0 m 1 x 

2 ) . tm-m*. doomi) Tiiaat»Lfctt, * 
50 fctt. «e%t»ex^*>f>B^ H B B-r^i:. 1- 
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(<1R, 2R)-2- (2,4-y'7;W07i-;l') -'f/H 7De;W-3- (4--hD7i-4') 

-2-tFo*v- 1-^/1,-3- ( 1H- 1.2.4 T (0.5 0g) SrgfKxfvM 10ml ) fcSJBU h 
-MJTV-A'- 1 -> f/U) 7*otVW-l - (2-h yxf-;PT5y (0.28m 1 ) <0»exf-;K 2m 

Ko^f^x^) -3- (4--hD7i^) »7P7* 1 ) mm*l 54HSrciKTUiflK giST-SJfL*:. 1 

( 5 . 9g) #Hfe«fcfcP B fc LTft*>fi/.:. BSISIt^tf 2B5fa^**t'e*J> 'Jx^r 5 v ( 0 . 

1 H — NMR (fc-DMSO) <? : 0.94 ( 1.8H. d. 28ml ) £Jni.T. W^Xl 6*HSHf#Lfc. %Jtm 

J = 7Hz); 1.13 (1-2H. d. J = 7Hz); JiBlf;K4 0m 1 ) TlffiH. *iifc(4 0ml X 

3.40-4.05 (4. 4H. m) ; 4.54.4.58 2 ) Ut. »«Xf-;Hl£ 1 OZ 'J ( 4 0m 

(1H. d. J=14Hz);4.94.4.97(l l).*(40al). fiSfafeig* (4 0m 1 ) X'M<% 

H. d. J = 14Hz); 5.28 (0.6H, q, J= 10 ffitlt:®. *Mffir?7*isVJ*X-?mL1z. MET 

7Hz); 6.08.6.25 (2H. br);6.87- Tig8£&£L*:8L i5ei!jiy^y^D7h/5 

6.96 (1H. m) ; 7.12-7.46 (2H, m) ; 7>r- (jgJKft : »«P^Wv*D-y = 6/ 1 ) (Cf+L 

7.59-7.72 (3.4H, m) ; 8. 17-8.3 "C«fW6 fc, 1 -[ ( 1 R. 2R) - 2- ( 2, 4 -5> 

0(3H. m); 9. 9 0 ( 0. 6H. b r ) . 7^D7i-^) -2-tKD^y-l-^-3 

[0076] Hte0«24 - ( lH-1.2.4-M)7V-/> -l-4"^) Tot 

1-((1R. 2R) -2- (2.4->-'77M-o:7xX A0-3- (4--hD7i-*) -2-4" 

)V) -2-hHo^y-l-W- 3- (1H-1. /y (0.2 1g) #*#£>*ut. 

2.4-YV7V—A'-\-<iA>) 7*otr;P)-l- (2 1 H — NMR (CDC Is) 5 : 1.07 (3H, d. J 

-tHa^ylf^) -3- (4--fD7i-;K =7Hz), 3.70-4.18 (4H, m) , 4.48 
VT (2.6g) t^jC^T-fehrSF (40ml ) iZ 20 ( 1 H. d . J= 1 4 Hz ) . 4.68-4. 80 ( 1 

mmt. ^n/cSffitlS'ft-f^X/K 0.38m l ) H. m) . 5.1 l (1H. d. J=14Hz) . 5.3 

tf>»i£x?-/M 1 Om 1 ) »»£3 0#iaT}gTUt. 0 (1H, br) . 6.73-6.85 (2H. m) , 

SST2 0#1S#U:8L Efc?-*-^ (0.19m 7.35- 7.48 ( 1 H. m) . 7.75 (2H. d. 

1 )<0Bt8xf-;K5ml ) SiSSrl SiHaXiTFl J = 9H z ) . 7. 7 7 ( 1 H. s ) .7.84 (1H. 

tz. £&X3 0 fttmtlz®. S1*x^/M100m s) , 8.24 (2H. d. J = 9Hz) . 
1 ) T*RU *ft ( 100ml X2) Liz. PRxf- [0078] fg*fcfl26 

/PSSrl&Stftia* (50ml ) Tmitztk. 1-((1R. 2R) -2- (2,4-y'7^D7i- 

-?:/*^ATl£SL*:. #ffTTi8«£§r*U /W) -2-hHn^-l-^f;|,-3- ( 1H-1, 

v»$i'V*yji'9ti-?hy77 4- mihm-.sm^ 2.4-hurv-;i/-i-'f;p) me/n-3- (4 

;P/^1fy=4/l) (CftLT»S!-r*i:. 1- (2- 30 -^ha7i^) -2->f S/VJyVy ( 1.0«) 

?nDlW-l-((lR, 2R)-2-(2,4- ^^7-^ ( 3 6m 1 ) ( 4m 1 ) 

y'7^7i-*) -2-hHo^v-l-^f-^- U 1 0X/n'5^»7A-^* ( 0. 5g) SI.*.-?*** 

3— ( 1H— 1,2,4-MJ TV-*- \-4)V)7u 1BKT. SST'2^SJ«ff Lfc. (Wa^fll tt88 

(4-^hD7i-*) *;VT (0.68 #£9 0Z*?y-;M<ig«t ( 6 Om 1 ) TifcfrU fr* 

g) *<!tfe!»*J: LT*|£>*i*:. iGitm&Z-ShitXft&imilz. mm*^*^ 

1 H— NMR (CDC la) 6 : 1.09 (0.6H, d. 7u"7h/7 7 -f- (j&iiS : »i$x^-/l^gt&x^ 

J = 7Hz); 1.34 (2. 4H. d. J = 7Hz); /7* h^=4/l ) KtfLTfggU SI^^^S 
3.48-3.60 ( 1 H. m) ; 3.88-4.28 t . 1 -( ( 1 R. 2R) - 2 - ( 2 . 4 - v7 

(4H, m) ; 4.40 (0.2H. d. J=14H WD7i-;H -2-tHD+y-l-^f;H3- 
z) ; 4.67 (0.8H. d. J = 14Hz) ; 5.1 40 ( 1H- 1 . 2,4 - HJTV-H'- 1 -AlV) 7*n£7U 

3 (0.8H. d. J = 14Hz) ; 5.25 (0.2 -3- (4-7S/7x^) -2--(S^/'Jy7y 
H. d. J=14Hz); 5.28-5.42 (1H. b ( 0 . 4 5g) im&tt&k LX^tUz. ^pttHM 

r); 6.74-6.91 ( 3H, .) ; 7 . 3 5 - 7 . 7 m2 0X^tzit^tVmit^m.m i -^.Liz. 
2(1. 2H, m) ; 7. 6 2, 7. 6 5 ( 2 H , d , J [ 0 0 7 9 ] Htti0!2 7 

= 9Hz) ; 7.7 9,7.82 ( 1H, s) ; 7.9 8 l-( ( 1 R. 2R) -2- (2,4-y'7^n7s- 

(0.8H. s) ;8.23 (2H. d. J = 9Hz) . tU) - 2-h Ko*v- 1 -*+)V-3- (1B-1. 

[0077]HilW25 2,A-YVT/-)V-\-A)V) 7nt;W-l- (2 

1- (2-;DDXfyP) -l-( ( 1R, 2R)-2 -t Ho^-^xf-^) -3- (4--hQ7xx;P) >> 

- (2,4-y'7WD7x-;W -2-tKo^y- 1/7 (2.4g) £ is* -f-foT-t h 7* i F (40m 1 ) (C 
l-**/P-3- (1H- 1,2.4 -M/7V-/P-1 50 #<^c^«Sftf-tfxyM0.3 5m 1 ) 



(37) 
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7 1 



7 2 



<0BtRx^ (10ml) 2 O^OTISTLfc. ft. StST 1 6^11* L£. gje?ft£SHBEx^ ( 3 



(0.09m 1 ) tf)gt&xf-;M 2ml ) 1 Oft ^feUrffcL. nSJ-TSi:. 1 - (2-?ooxf;H - 

STSTFUv:. SfitM OftlSBttfUcft. Mix** 1-((1R, 2R) -2- (2,4-y7M07x- 



u ^at-3i^isiHtf Uv.% %jm*m&x.i-)u ( 1 o 2,4 - h yrv-*- 1 — f*> mt;w-3-(4 

0ml )T*RU *8fe ( 1 0 0m 1 x4) Lfc. Sf« - ( lH-Th5V->l/- 1 ~4A>) 7 
x^)I£fcft&jS* (50ml) TftftLfcft. 10 (1.4 4g) LT»*>*l*:. 

K»V/^>"7ATliaSL)t. «£ETTigJf2r©*Lfc 'H-NMR (de-DMSO) 8: 1 . 0 2. 1 . 1 6 ( 3H. 

ft. SS«jS:^'J^^^DVh^77^- (Stli«t: d. J = 7Hz) ; 3.61-4.09 (4.5H. m) ; 

wm*i->i>/'\*v>=6/i ) trftL-csis-rst. 1 4.43, 4.57 (ih. d, j=i4Hz) ; a. 

-((1R. 2R) -2- (2,4- : J7)V*U7±- 87.4.97 (1H. d. J = 14Hz); 5.20 

;P) -2-t Ko*v l-jtf*-3- (1B-1. (0.5H. q. J = 7Hz) ; 5.98 ( 1H, b 

2,4-YVTV-)V-\-4)\s) rutr;l/)-3- (4 r) ; 6.89-6.98 ( 1H, m) ; 7. 1 3-7.4 

--hn7x-;W) -2-4 SWViSyy (1.2g) 8 (2H. m) ; 7.64-7.85 (5H. m) ; 8. 

*<3SfeS)*fc LTf#£>*ut. *fa*il6tt0<2 STUkfZtt. 3 1 ( 1 H . s ) ; 9 . 0 2 . 9. 2 2 (1H, s); 

i^ttmftsw&ntf-®. Ltz. 1 0. 0 2 ( 1 H . s ) 

[00 80] fejfc0l28 20 SIMS(«/z) : 500 (HI*) 

h'j7!-^7/y(0.07 g) cOxh^hKD [0082] HM0I3 0 

77V (3 il) mi&tZ-2 0°CT4 0XTYiS#)U#> 1 - ( 2-^ODXf^) - 1 -( ( 1 R. 2R) -2 

BE yX-frPXXxrt' hjmymm (0. 1 2 g) £ - (2.4-y'7/Wn7x-/l') -2-t Fo*^- 

flo*. 1 04HSBt#L*:ft, 1-[(1R. 2R) -2 1 — ^^•yp— 3— (1H— 1.2,4 — Ml TY—JU— 1 

— (2,4-y'7Wn7x^) -2-tFo*v- -4/1/) Tot;W-3-(4- ( \}\-fVvY-)V- 
l-*+)V-3- ( 1H- 1.2.4 -MJTV— Jp-l 1 -4^) 7x-^)>?l/7 ( 1 . 2g) ODN.N-i/';*^ 
->f/U) 7DW-1- (2-t Fo*>x?-/W) - 7th7SK-ft»lf/K3:5.16ml ) JgiSiCF 
3-[4- ( lH-rh5V-/P-l— f;P) 7x-^) 'jXf^TSy (0.96ml ) OftRxfylr (2m 

(0. 1 g) <0fh7tHn75>' (3 «1) fffii 1 ) jgiBtertiBO-^TrCl 5^* l ftTjgTL7t.Sa 
£5#ISbWTSrFU SiST2i$ltlHtfLfc. «£FF 30 T3migijttf U:ft SJttfSfc** (2 0m 1 ) 

m&*®*Lxwzmm*~sVJiy>v7 : 7 vi'3.*i : 7 prx^-;i- ( 2 om 1 x 2 ) t-ttajft. * ( 2 0 

A?D7h/57^ - (y'J^; 1 5 g. SfciJiS m I ) . 5Z'Jy&*8?ff ( 2 Om 1 X 2 ) . fi&ft£K 

Jl ; : #&X^ : T* h> = 4 : 3 : *^M> «7A*ig?a (20ml). fefDAE* ( 2 0 

3- »»xf-;l.) THSU #£>*l*:®<*£x*/- m 1 x 2 ) -CifcfrLfc. Hlx?*4|£lB|cflar?*'"* 
MPimtikth tl-l (1R. 2R)-2-(2.4 ATlfcjtSft. 8ffiTTS8£-e* Lfc. «®«J?r 

-y'7WD7x-;k) -2-t Ko*x- 1 Sf&x^/I/ (10ml) fr&ttftfcL. ^IRU:. & 

— 3— (1H— 1,2,4 — h UTV— 1 —4lV) V h1hi&Sg&X-9 J-fr K 4 Om 1 ) *>£>S*S.5!.U £ 

otvi,)-3-(4- ( m~f*?y-*-i-4*) K^tz'jy±4ox:-ci^iasiag-tsfci-( < ir, 

7x~;n-2-4 s^yy^vy ( 0.052 g) 2R> - 2- (2.4-^'7^5ro7xx^) - 2-t 
feisfifc LT#£>*ut. *ifi«iat0< 1 6mwfc£% 40 Fn*>/- 1 3 - ( 1 h- 1 , 2. 4- f y 7 

tymttmm.%tf-^.LtL. y-*-i — mo Tot/w-3-u- ( m-xh 

[0081] HM5W2 9 ?y-/U- 1 -4 ;U) 7xx>« - 2 - 4 $ y VD 

1-((1R, 2R)-2-(2,4-y'7/^Q7xX y (0.7 6 5g) m&HiktlXmhfz. *8tm 

>v) -2-tKo^v-i-^^-3- (1H-1, miex^it^ttvmmfmn^^iti. 

2,4-hOTY-tU-l—(/U) 7u\fM-l- (2 [0083 J H*fcfi*3 1 

-tHoJfi/Xfn') -3-[4- ( W-f-h^Y—A' 1-((1R. 2R)-2-(2,4->'7^n7x- 

— 1 — f yp) 7xx;p)i>l^r (2.0g) <7)N,N-^f- tV) -2-t FO*$/- 1 ( 1H-1. 
/PT-bhrSH-»Stx^K 1 :1.20ml ) 2 . 4 - h 'JTV-ZP- 1 ->f /U) TotT;H- 1 - (2 

(0.51ml) C7)fitg?x?-/P (6m -h KPt^X*-*) -3- (4--hD7i-;l-) •> 
1 ) SSS-rtia2 l~2 3X)T'l^(a*»(tT?&l r L^ 50 VT ( 3. Og) 0XM- s J*+ArT± FT $ F-ft&x 



ga-C-1 5^»tf L/cft. ig^5Tx;P (0. 1 7m 
1 ) c^m^lV (5ml) »»5r 1 5^raTSTFt 

fc. gaT-4o^HWL^ft, $4>tc«fl:f-jrx;p 



0ml) T'^RU ( 20m 1 X 3 ) LJt.ftKx 
^-;P«2:*l*Rir7^^^'7i,TSia®ft > «ffTT^« 
£S*Lfc. SSHllr x^Px— (30ml)*> 



(2.8m I ) Sri 5~1 8*C-C5#irCigT 



IV) -2-hh'D^y-l->f;k-3- ( 1H-1. 



(38) #§32000-63364 
73 74 

+>V( 1 : 1 .3 0m 1 ) mm£. **i>W)A, (0. & ( 2 0 5.1 ) TttifiU:. EK«£#SiU *»TC 

88m 1 ) tf>BH&X*/Ml Oml ) Jg«£21-22 2 N*gHfc^ »7 A* (4 10il) ZftilXtpm (p 

!C.2 04HaT*FU:. SfflT'l 6mm&Lt:&. H7.0±0.2) Ufc. g#8j£B«xf-;M l 5 Oil 

HJx^7$> (8.8ml ) £-5X^2 O^far X2) TtttllL, JlliaiiftSrl&fttftiS* ( 1 OOil) tJi 

Mia-C2K^itf Lfc. Kl5iflt£Bt®x^/i, tf* ( 1 0 0.1 x 2 ) TJKkft&Lfc. BHgx^Jf £ 

(10 0ml) -C^KU *a(100mlx2)L **f^y*^AT18S8L «E®*Lt. SSft 
fc. »&x?-/Wl £ 5X !) >K*ig?flt (lOOmlx */>f yroW x-x/l' ( 5 Oil ) frill*. . SfiT 

2 ) . t&siair* (loomi). (100 2 on$fa. m^x^TX'3ms^mLfz. mmitit& 

m 1 ) <OflrcifcftL£». ilTkKKv^^^^AT'Seg f,MU VTnt^ x-x/P ( 5.1 ) Tft 

Lfc. «ffTTi8JS£g£L*:8L ^Sfe^^D^y^ 10 frft. 4 0TTCiiEHfc«H-4fc (2R, 3R) -3- 

?D?h/57^-( mtHftt. : BBxf-AyA^Mfy = [ N -<y N - ( 2 - h K i/X&tV ) T 5 

6/1 ) fcftLTfStg1-&i, 1-((1R, 2R) -2 7 ] - 2- ( 2, 4 -j^7Wn7x-*) - 1 - ( 1 

- (2,4-v77M-D7xX;P) - 2-th'D^y- H— 1,2,4 — hi) TV— A'— l—4Ar) 

1 -* -f)V- 3— (1H-1.2.4-M) TV-;P- 1 -;M 1 7 . 6 g ) #Sfe»3fc&i l/CS^ix*:. 

--(^)7oW-3- (4--hn7x-;k) - 2 JR* 55% 

— t S.W)VJV (2.3g) imm*tLXftt>1X W& 10 5- 10 7X3 

tz. *w&m3m2 sx^Kit^bmmwm&mtf Ttm^mm cuHu f 2 n 4 oi t 

-fLltc. ff-gfi (%): C, 6 2.67 ; H, 6.01: 

[OO84]ftJt0«3 2 N, 13.92 

1- [ < 1R. 2R) -2- (2,4-^*7y^07x 20 ^fflfi (%) : C. 6 2 . 4 5 ; H, 6.07: 

-/M -2-hKD^r^-l -j(^)U-3- ( 1H- N, 13.90 

i.2,4-hury-;p-i->f;i') rotr/p] -3- [0086] msM34 

(4-^hD7x-^) -2-^S/yji/Vy ( 1. (2R, 3S) -2- (2,4-y7^n7i^) 

Og) *ffiRx*-sM 1 8al ) fc*(2.1) CDSiff»3g -3-^x^-2- (1H— 1,2,4 — MJ TY—)V— 

Ml, 10%A7y'W-M (0.5g) frflUiT* 1-4;U) ^fvM-^i^V <20g) £2- (N-^ 

^HfflmT. Sa-C3i^ffltf L£. ftHK£r»l L. At V^) 7 5 7 x? J~)V ( 8 0 g ) «©£!fc£S§gf? 

«ES!#£Bffl*xx/l' ( 5 Oil ) TfcfrLfcfc. ^iSta HMT, 1 6 0rT'8B#aflig»L*:. KJS«£* 

ft££i**T8BEi618Lfc. SSftfrgf&Xx/l^lS Kif;|, ( 2 0 0.1 ) £Jo;tT«»?L*:. ^UUrj&ffi 

■Hrfc-TSi:. l-(4-7S77i-;k)-3-[ (1 Sr4 ( 2 0 5.1 ) XtbiULtz. mUMZftMl. 
R, 2R) -2- (2,4-y'7;Ko7x-/l') -2 30 *#T. 2 N*IHff h»J ( 4 1 0.1 ) X^lQ 

-hKndf^-l-^f-^-3- (1H-1.2.4-K (pH7.0±2) LfcSK B®Xx/M 1 5 0.1x2) 

urv-*- i—f*) 7ot*-2--( s^vu^v -caajuc. «aj»Srte»*B* ( 1 oo.d t* < 1 

y (0.35g) #*tfe»3fcftfc LTf§£>*Ut. *Mt 00.1X2) rM&ft&'t* . (2R, 3R)-3- 

HitW2 OTH^t^k^a-fk^ttSi^L^. [N-^y^-N- ( 2-t KDdfyif;H 7$ 
#»£«EiHI8Lfcfc, SSMrxU^l^cr? S] -2- (2,4-y'7;^o7i-^) -1- (1 

yyj- (»Hl»:»Kxf-yP/r-fehy=3/l ) H— 1,2,4 — M) TV— lb— \—AlV) -1-79 J 

ttLTtSSU B8xf ^ y7obl/X-fW> -^«BW?XT/I4g«a { *#*>tt*:. ^CS^i/^y 

^■Ptrfc-tSfc. iUDcoi- (4-7Sy7x-;M - WIi(6.3g) *tai.tmi%wi>. 

3-[(lR. 2R) -2- (2.4-^'7;Pjro7x 4 . 3 g ) £ 3 O^WCiBTL^. jSTlTTf*. 4 
^) -2-tFo*^-l-*f-A—3- (1H- 40 0TrC2B*|g|g#L*:. HmFSLXm. At 

1.2.4-h'JTy-;P-l->f;P)Tne^] -2- «^BS?xf-;K l 20.1) Tifc^U:. r«ka>S^ 

>f SWJltsy ( 0. 3 5 g) ^te^^ B fc ^irfrT. ^KKv^v^ASrJniT 3 O^S*K 

[0 08 5J^ifc^3 3 (5 0.1) xmtfz. P^tlJtm^hit i, t . (2 

(2R, 3S) -2- (2,4-y'7;WD7i-^) R, 3R) -2- (2,4-y'7Wn7i^) -3 

-3-^^-2- (lH-l,2.4-b»jry-/P- - (2-hKodf^xf-;k) T57-1- (1H-1. 

X1~)V**i/7> (20g) k2- (N-< 2..A-YVT^f-)V-\-A)V) S->U<0 

> : JiV) 7Syx^y-;K80g) gig l»xf-^»«*«»6*ifc. *S?gfCM)x^;|,T$y 

#BBmT. 16 0X:T-8^ai^L^. KJBfSfc ( 7. 6 3 g ) t 4 - ( 1 H—fh7V-/P- 1 -A 
mk^f-iv ( 2 0 0.1 ) S-Jpt. ftt>tit:mmZ4 N£ » /P) 7a-W^<* Kg 7x-;HXf/l' (21. 



6g) ZMt. 5 0*CT8B*iaa><UXU:. RgMt: 

aSLfcfe&frirlRU »RKx** (2 0-1) T&ftL 
fcft. 4 5iCT«£E9ag^fc. 1- [ ( 1R. 2R) 
-2- (2,4-y7^D7x^) -2-bKo* 
x-1 ( 1H- 1,2,4 -MJ7V— * 

f/P) rnbl-] -1- (2-hHn^yif 
yp) -3- [4- ( lH-Th5y-/P-i-> f/W) 7 
x-;P] »7Ur ( 34. 5 g) #6fel&5fcPafc LTfcfe 
ft*. *flUltItMl 3-C^fc-fk^ftfc-ftLfc. 
[0087]HfcW35 

1-[(1R, 2R)-2- (2,4-y'7^D7x 
-2-bKo^fv- l-^yl—3- (1H- 
\,2.A-Y*)T^/~)V-\-4)V) rnt/k] -1- 
(2-hHn^fyXf;H -3- [4- (lH-fh7 
V-A^-l— f*> 7i^;H »>ur (20g) £1- 
^f^-2-tD«jh*y ( l 20.1) tfmz^>v(2 
OOil) cofiffl[tC«»U*. ftt>tl*:mitHz. rtfi5:5 

o^ict^s-*^ a, ( 5 g ) <db«x?- 

;K 8 oil ) 3 oaiaw-rarFLfc. srr# 

5 0-CT'3 0#fa!KliA,U:. RJESR£5t;fc: 
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7 6 

&81U t^'Jy> (23.9g) *2#BTClo£fc. 
%JffiL£5X:X'3 0ftm*<\3J.lfi:1£. * ( 1 5 0» 
1) £ft;L3 0#*<liX,Lfc. RfcifcfclNJSlESriil 
tX P H6.5{ctlgU:. BRx*-/Hte4HtU * 
H£»Kx?-^ (lOOil) TttifiLfc. fit&x^/PJl 
*ft( 100-1x2) U MEffifiBLfc. 
SS%fc5 0%x*/-;M< ( 2 4 0.1 ) fcini. mSL 
?8«H*»<tt/,U:tt. tfajLfcigfiSrrJRU:. *# 
^>itJttef B ?r^X^r^3-^ ( 2 8m 1 ) Tit?* 
10 ft. «ES£jS^fc, 1- [ (1R, 2R)-2- 
(2, 4-y'7/Wn7j-;H -2-tKn^fy-l 
-^f-;U-3- (1H-1.2.4-MJ T/-)V- 1 - 
rnttH - 3- [4- ( 1H— rVyV-fo- 
1-4 >V) 7!-^] -2-^5rVUv/y (16 

g) LT#^>ft/c. *$mmm\ 6 -en 

[0088] 

-tz>4 $;r/n >*>*#>( srr»j^vysi^*^i*s 

20 J: <£fcJK3y: 



(5i) int. ci. 7 mxm& 
) 

A61K 31/415 

(72)»B8« m n± 

^mmm^^tm 1 t b 3 s 5 -902^ 

(72)H«»t ft* 

*ISlSMt>HJf#*llj31*8^ 



F I f-W-r (## 

A6 1K 31/415 

F?— A(##) 4C063 AA01 AA03 BB04 BB06 CC41 
CC47 CC71 DD23 D041 EE01 
EE05 

4C086 AA03 AA04 BC60 GA07 GA12 
NA07 ZA02 ZA59 ZA66 ZA67 
ZA82 ZA90 ZA92 ZB35 ZC55 



